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1 . This international preliminary examination report has been prepared by this International Preliminary Examining Authority 
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. sheets, including this cover sheet. 



I I This report is also accompanied by ANNEXES, i.e., sheets of the description, claims and/or drawings which have 
' — ' been amended and are the basis for this report and/or sheets containing rectifications made before this Authority (see 
Rule 70.16 and Section 607 of the Administrative Instructions under the PCT). 

These annexes consist of a total of sheets. 



3. This report contains indications relating to the following items: 
Basis of the report 
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Non-establishment of opinion with regard to novelty, inventive step and industrial applicability 
Lack of unity of invention 

Reasoned statement under Article 35(2) with regard to novelty, inventive step or industrial applicability; 
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Certain documents cited 

Certain defects in the international application 

Certain observations on the international application 
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INTERNATIONAL PRELIMINARY EXAMINATION REPORT 



Int! 



nal application No. 

PCT/JPOO/00799 



I. Basis of the report 



1. With regard to the elements of the international application: 
the international application as originally filed 

the description: 

pages 

pages 

pages 



□ 



, as originally filed 

, filed with the demand 



, filed with the letter of 



□ 



the claims: 

pages 

pages 

pages 

pages 



, as originally filed 

, as amended (together with any statement under Article 19 
, filed with the demand 



, filed with the letter of 



□ 



the drawings: 

pages 

pages 

pages 



, as originally filed 



, filed with the demand 



filed with the letter of 



| 1 the sequence listing part of the description: 

pages 

pages 

pages 



, as originally filed 

filed with the demand 



filed with the letter of 



2. With regard to the language, all the elements marked above were available or furnished to this Authority in the language in which 
the international application was filed, unless otherwise indicated under this item. 

These elements were available or furnished to this Authority in the following language ; which is: 

□ 

the language of a translation furnished for the purposes of international search (under Rule 23.1(b)). 

□ 

the language of publication of the international application (under Rule 48.3(b)). 

the language of the translation furnished for the purposes of international preliminary examination (under Rule 55.2 and/ 
or 55.3). 

3. With regard to any nucleotide and/or amino acid sequence disclosed in the international application, the international 
preliminary examination was carried out on the basis of the sequence listing: 

□ 

contained in the international application in written form, 
filed together with the international application in computer readable form, 
furnished subsequently to this Authority in written form, 
furnished subsequently to this Authority in computer readable form. 

The statement that the subsequently furnished written sequence listing does not go beyond the disclosure in the 
international application as filed has been furnished. 

The statement that the information recorded in computer readable form is identical to the written sequence listing has 
been furnished. 



□ 
□ 
□ 



□ 
□ 



The amendments have resulted in the cancellation of: 

□ 

the description, pages 

the claims, Nos. 

I 1 the drawings, sheets/fig 



^ I I This report has been established as if (some of) the amendments had not been made, since they have been considered to go 
— beyond the disclosure as filed, as indicated in the Supplemental Box (Rule 70.2(c)).** 

* Replacement sheets which have been furnished to the receiving Office in response to an invitation under Article 1 4 are referred to 
in this report as "originally filed" and are not annexed to this report since they do not contain amendments (Rule 70.16 
and 70.17). 

** Any replacement sheet containing such amendments must be referred to under item 1 and annexed to this report. 
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III. Non-establishment of opinion with regard to novelty, inventive step and industrial applicability 



1. The questions whether the claimed invention appears to be novel, to involve an inventive step (to be non obvious), or to be 
industrially applicable have not been examined in respect of: 



I I the entire international application. 



claims Nos. 



22-26 



because: 



the said international application, or the said claims Nos. , 



22-26 



relate to the following subject matter which does not require an international preliminary examination (specify): 

See supplemental sheet for continuation of Box III. 1. 



□ 



the description, claims or drawings (indicate particular elements below) or said claims Nos. 
are so unclear that no meaningful opinion could be formed (specify): 



the claims, or said claims Nos. 



□ by the description that no meaningful opinion could be formed. 

no international search report has been established for said claims Nos. 



. are so inadequately supported 



22-26 



2. A meaningful international preliminary examination cannot be carried out due to Jhe failure of the nucleotide and/or amino acid 
sequence listing to comply with the standard provided for in Annex C of the Administrative Instructions: 



| | the written form has not been furnished or does not comply with the standard. 

| | the computer readable form has not been furnished or does not comply with the standard. 
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Supplemental Box 

(To be used when the space in any of the preceding boxes is not sufficient) 



Continuation of: III. 1 . 



Claims 22-26 relate to "methods for treatment of 
the human body by surgery or therapy" . 
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V. Reasoned statement under Article 35(2) with regard to novelty, inventive step or industrial applicability; 
citations and explanations supporting such statement 

1 . Statement 

Novelty (N) Claims 13-21, 27-31 YES 

Claims 1-12 NO 

Inventive step (IS) Claims 17-21, 27-31 YES 

Claims 1-12, 13-16 NO 

Industrial applicability (IA) Claims 1-21, 27-31 YES 

Claims NO 

2. Citations and explanations 

Claims 1, 2 and 12 are not novel, because Document 1 
cited in the international search report discloses the 
synthesis of 2, 4-diphenyl-5-oxo-4 , 5-dihydro-l, 3, 4- 
thiadiazine. 

Claims 1-5 are not novel, because Document 2 cited 
in the international search report discloses compounds in 
which Rl is phenyl, R2 can be an alkyl or phenyl, A is a 
sulphur atom, and R4 and R5 can be hydrogen or an alkyl 
(see page 1203, Table II, Compound (VIII) and page 1204, 
Compound (XI ) ) . 

Document 3 cited in the international search report 
discloses a large number of compounds which are not 
excluded by Claim 1 and in which Rl and R2 are 
(substituted) aryls . Document 4 also discloses compounds in 
which Rl can be an aryl and R2 can be a (halo) alkyl or 
aralkyl . 

Therefore, Claims 1, 2 and 6-12 are not novel. 




tnal application No. 



PCT/JP 00/00799 



Moreover, given that compounds related to the 
compounds described in these documents can be produced by 
a similar process, the inventions described in Claims 1-12 
do not involve an inventive step. 



Claims 13-16 do not involve an inventive step, 
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because Document 4 cited in the international search 
report indicates pharmaceutical applications for compounds 
described in the inventions in the present application. 

However, the aforementioned documents do not state 
that the compounds disclosed have a excitatory amino acid 
receptor blocking action, nor is there any suggestion of 
such an action, so that use as therapeutic agents for 
diseases associated with said action is novel and involves 
an inventive step. 
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VIII. Certain observations on the international application 



The following observations on the clarity of the claims, description, and drawings or on the question whether the claims are fully 
supported by the description, are made: 



Claim 1 excludes some compounds in which A is an 
oxygen atom and Rl and R2 are ( substituted) phenyls ; 
however, some of the compounds listed in Claim 12 overlap 
with those excluded in Claim 1. Therefore, the scope of 
the excluded compounds is unclear from these claims. 

(It is evident that categories such as (17), (25), 
(26) and (30) in Claim 12 include compounds that are 
excluded. ) 

When there are many divergent "excluded" compounds, 
the scope of the compounds that are not excluded is not 
clear; therefore the expression "excluded" should not be 
used. 



Form PCT/IPEA/409 (Box VIII) (January 1994) 



t> & m 



PCT 

(as 12*. mmnrnmrn^m 

( P C T 3 6 IkRTf P C T^IU70] 



REC'D 20 APR 2001 



WIPO 



PCT 



£>*H1E# 00005PCT 


I PEA/4 1 6) Sr#Rgi-5r.t 0 


PCT/ J P 0 0/0 0 7 9 9 


(0. 15.02.00 


(0.^.3=) 15.02.99 


m&M&ftm (ipc) 


Int. CI 7 C07D253/06, C07D273/04, C07D285/18, C07D413/04, 
A61K31/53, A61K31/5395, A61K31/549, A61P25/00 

















i. mm^mm^mm^^Ltzz<Dmm^mm^m^^mnm.mms7^ (pct36*> o«*^«^2s«-t-s. 
^(ommmmit, ±%$x iyx&z> 0 



3. ^(Dmm^mm^m^u, #cfiDrt*sr&tf 0 



I 




n 


□ 


m 




IV 


□ 


V 




VI 


□ 


vn 


□ 


vm 


(xl 



2 1. 0 8. 0 0 


0 4. 0 4. 0 1 


0*SW«=fr ( I PE A/ J P) 

§S{g#^- 1 0 0-8 9 1 5 
m^ffl ^ftEBE^iiHT @ 4 « 3 # 


#ffF/r*aE , ff mmvfrzmm 


4 P 


8 6 15 


1*1* {*— (t!m& 

03-3581-1101 


| 3 4 9 2 



KPCT/IPEA/4 0 9 (%K) (1 9 9 8¥7^) 



1 



mmtmm^ pct/jpoo/oo799 



1 . mmf-mm&n&iDmm 



1. z<Dmm^ffim&n^teT^<Dmmmm^m^\,^xrEf&tstLtz 0 (mmeik (pctm^) <om.m\cm^5<^\z 

PCT«glj70. 16, 70. 17) 













U 




^ — 










^ — ^\ 
















□ 
















PCT 1 9*<oa^|cS<3**ESttfcfc<0 






















□ 
















mm^m 






mm % 








□ 






&mmz 


mmztitzh<D 










W&<on #m t &lz&m £ titz t <r> 










tt<DWffitmzmth£tttzh<o 



2. ±.m<D&m^m<nmm&, Tist-^-t-^^r^< ^*>\ z.<Dmm&m<D^mmxfoz> 0 

□ d^i^^co/c^i'^ai $ tt?t p c TMwm. 1 (b) tcv ^ 0 m&-x<Dnm 

□ PCTaiiJ48.3(b)tcv^H§8^!llomiI 

□ mm^mm^^tzubiz^mm^titz p c tsiuss. 2^tzns5. 5 bsrxw sis 

□ ttsK^fc, zcomm^mm^ cstznmm mmizm&zfttzwmizzz&fm 

□ mmm m ^-^ 

□ it M<D&m m m 

□ mm mrnom ^-vvm 

tt£(OT% t^ie^^^ofc^t LTffriLfco (PCT^M!J70. 2(c) ^ <DffijE&<£ttm L#;U8«J±-h 
IE1. ^fe*t5*JWfOSR^#iicL4(tix^5>-r> *«§l;i*tt-*-<5o ) 



fSPCT/IPEA/4 0 9 (Sli) (1 9 9 8¥7^) 




J 



3mmm&%- pct/j poo/00799 



1. wciitT, ^Kw*ottHt-l^«$iLxv^-536Mo*fa^4. m^y.^mm±<omm^m^\zo^, wommiz**) 

[x] »*(^>iSia 2 2 - 2 6 



[x] CfiQBRaJiiXtti»*^J5ia 2 2 - 2 6 J*. H8R^«*aE4ri-S C t SrBL^v^ 



ID If^oOteiS 2 2-26 tCo^T, IOIiWM$tlt^^V\ 



KPCT/IPEA/4 0 9 ( 1 9 9 8^7^) 



m&m&-%- PCT/JPOO/0 0 7 9 9 



V. «f«tt, at#ttX(iM*l±^fiJffl-5rffitt{co^r(OjSfc!Rl 2* (PCT3 5^{2)) lC3£*!>-5 ^*v£rgtttt5 



1 . 



#r#!t!£ (N) 




13 — 21, 27 — 31 


T3 






1-12 




(IS) 




17 — 21, 27-31 








1-12, 13-16 




^3£±<^ij^f£te ( I A) 




1-21, 27-31 













2 . 



xm.Rxim.rn (pcT^au7o.7) 



mmm^n^^im^thtzxmi) iztz s 2, 4-^71^-5-^—4, s-*sty 3, 4-fr 

A&mMB?; R4,R5^tKS, T/U^HSs-efeSfk^WSfEtt^tbT^S (1203 

m%m&m&"e3\mztiiti:ffiz)ia-±, Ri&xm& (mm) r y — ^-ets^^ifiH 



SSPCT/IPEA/4 0 9 (mvffl) (1 9 98¥7^) 



■mis 




sBsttiJB#-§- pcT/jpoo/00799 



(ft*<Z)t5IS 0 l 2 icjotfS (17), (25), (26), (30)^(i^< <D\z<S&tiZ tM 



5, ) 



iaiPCT/IPEA/40 9 (IfiVItiB) (1 9 9 8¥7^) 



E P 



0 



* * 19 



PCT 



(&8ft. &MtfrftlUJ#4(K 4130 
(PCT18^, PC T8UUJ43, 44] 



coSHIS-i- 00005PCT 


4-^<0#igg^}coV>Ttt. H^S#^^ii*n^(PCT/i S A/2 2 0) 


PCT/JP00/00799 


(B.£.^) 1 5i 0 2. 0 0 


^5fcB 

(p. £.3=) 1 5. 02. 99 


mm a (ft£x»i£#) 



3. □ &w<d%-— ttifls^^^UTv^s (I nl#f,) „ 



4. SgP^ro^te 



5, g^te 



□ ttJMA^gtfjbfct>o^^.i-5o 

|x] JfUnffiBK^mrv^J:?^ jsafefr»RUJB47* (PCTj^lij38.2(b)) o*ftj£tcJ:»> 



6 : S&S 4: t KLdHR $ *u 5 El tt: » 

□ ffl«AttBI^*<Ci»ofc. 



«^PCT/ISA/210 (JBl^— 



(1 9 9 8#-7£) 



HP 



*0* 




HKStH®#-§^FCT/J POO/00 7 9 9 



itl8^35 (PCTl 7 & (2) (a)) O^JCi >3 . r <?3ffl^5lS$a^tti^CiafifC<t >9 ft*CO®iH<D— ^(CO^Tf^ 
1. |x] ft#CP$gffl 2 2-2 6 tt\ rwa^ISS«gM^M*-r5r ^SrSL/iV^^^StO-rfe^o 



3. □ ff*O^IS tt\ ^JKflt *0«5iT-fcot PC T«fl|J6. 4(a) 0>SB 2 XRtfJS 3 



1. □ fflSA^^g/iilJpl^S^^-^-t-^T^Krt^f+bfccOT*, :rol^S«SU > -f-^TOWaSERTteftW* 



4. □ ffiRA^i^S*i6^W3!E¥^*»IWrttttftU**»ofc©^, ^OBRIHmtt. »#«5|Bia©*4Bfc:IBtt 



«SCPCT/ ISA/210 m\*<-*S<nl0tm (1) ) (1 9 9 8# 7/1) 



JKSfflSSlFPCT/J POO/0 0 7 9 9 



R V A >C R 5 

T p-R 5 

N >Ao 
R 2 



(I) 



5£ ^ , A ft O , S * fc fi ^ N R 3 >C ^ £ .*i< 51$:^ 

(R3 / tR m J% =f- £ it f& 0 T 3r A- £ ) ' JJ ' 
. RI*3 «£ T>R2fi 1^ — tz. ttM «3 . I ^^iitti^ ( — -7" n ) 
/i^ S ^ ^ , 

R4*5 J; tfR5Kt |pj — * tc teM V . TRi^i^V TktS, /Nd^yg^x 
= M>S, - h dI, {S & r S , ( ^ 7" o ) T y — S ^ S: 



«SPCT/ISA/2 10 (Sgl^— ^OigcIS (2) ) (1 9 9 8f7^) 



m 




CT/J P 0 0/0 0 7 9 9 



A. 
I n 


t. CI 7 C07D2 5 3/0 6, C07D2 7 3/04, 
A61K31/53, A61K3 1/5 3 9 5, 
A6 1 P 2 5/0 0 


C07D2 8 5/1 8, 
A6 1 K3 1/5 4 9 


CO 7D4 1 3/04, 


B. 








Mfctfofc*/hR*» mmftw&m (ipo > 

Int. CI 7 C07D2 5 3/0 6, C07D2 7 3/04, 
A61K31/53, A61K3 1/5 3 9 5, 
A61P2 5/0 0 


CO 7D2 8 5/1 8, 
A6 1 K3 1/5 4 9 


CO 7D4 1 3/0 4, 



I(RIWET?«ffi Lfc«^x-^-<-^ *^<— *<D*:Hn »HEK:«ffl LfcJIW) 
CAPLUS, REG I SRTRY (STN) 



X 
A 

X 
A 



MARK A. DEKEYSER et. al. "Quatitative Structure-Activity 
Reratuionships in Acaricidal 4H-1, 3, 4~0xadiazine-5 (6H)-ones" 

Journal of Agricultural & Food Chemistry; 
vol. 39 (No. 2) p374-379 (1991) 

SUSANA M. SICARDI et. al. "New Compounds :4~substituted 5, 6-Dih 
idro-2-0-hydroxyphenyl 4H-1, 3, 4-oxadiazine-5~ones, Potenyial 
Psychopharmacological Drugs" 

Journal of Pharmaceutical Sciences; vol. 63, No. 8 pl336~1337 
(1974) 



1-11 
12-21, 27-31 

1-11 

12-21, 27-31 



U c*ott#lct,^:»as?>J**^^Tv^s. 



TEj HBRWJHB89rotBBi*fct±'MrflF-e*>S*s, H^W^B 

roj nmizxzfflTji^ m.m. m^mzmR-rzxm 



TYj «t8Bo*SXiU*oT, ^^S)ti:tt,wiei 
r&j pi— /<fyh77 5 y— :£iSfc 



3£Sr^T bfc B 



0 2. 0 5. 0 0 



1 6.05.00 



B*ffl#rF/t ( I SA/J P) 
100-8915 




4 P 



7 8 2 2 



lK»-§- 03-3581-1101 fiiffi. 3 4 9 0 



iSPCT/ I SA/2 1 0 (3B2'<—&) (1 9 9 8^7 J3) 



m 



T/ J P 0 0/0 0 7 9 9 



C (ffcZ) 



jaw* 



x 

X 
A 



t&lgC m et.al. T2, 4-/ 71^-5-^-4,5-^^^11-1,3,4-^ 7 
r-^Xf 2, 4-*/ 7x=*-5^y-4, 5-f* tV p-1, 3, 4-W7*/ VO^J 
Chemistry Express ; vol. 6 (No. 6) p411~414 (1991) 

AKIRA TAKAMIZAWA et. al. "Studies on Pyriraiine Derivertives 
and Rerated Compounds. LXV I * 

Chemical & Pharmaceutical Bulletin; vol. 18(No.6) pl201-1210 
(1970) 

1203Htable-IKD^^#l (VIII)Sm204KChart-2©'fb^ (XI) 



WO, 9 7/4 3 2 7 6, Al (Pfizer Inc.) 20.10^.1997 
(20.10.97) 

& EP, 901487, Al & CN, 1218464, A & JP, 11-514663, A 



.1 

1-5 

6-21,27-31 



1-21, 

2 7-31 



i^PCT/ISA/2 10 (.m2^—iS<Dm%) (1 9 9 8^7^) 



PCT 



a m * m m ^0 




(si) m&Mwtftmi 

C07D 253/06, 273/04, 285/18, 413/04, 
A61K 31/53, 31/5395, 31/549, A61P 
25/00 



Al 



(u) mm^m^ 



(43) I^H0 



WO00/47567 



2000*f 8J3 17 6(17.08.00) 



(21) iKffllSf 

(22) i«P 

(30) 

¥fmW- 11/36233 



PCT/JP00/00799 



2000^2^ 15 0(15.02.00) 



1999^2^ 15 0(15.02.99) 



JP 



(71) tttisA (*a^i^<-r-<Tco^[itco^T) 

if-ft*^tt(EISAI CO., LTD.)[JP/JP] 
T112-8088 Jfi7?MXK&.'l^)\\4Tn6m\0^' Tokyo, (J P) 

(72) itextf 

;(75) ^P^t/ffilA OfcHtCO^T^) 
ffilf JB^ (ITO, K oichi)[JP/JP] ^ 
^T270-1143 ^^a?^rtT?c^-£i-20-l-205 Chiba, (JP) 
^bPMlj¥ (KITAZAWA, Noritaka)rJP/JP1 
;T302-0005 ^^]Jp:&^rtUfC5-5-23 Ibaraki, (JP) 
?fiF #fNAGATO. SatoshHf JP/JP] 
:T271-0092^f^mfeFftTfeF2037-l-201 Chiba, (JP) 

JgMt^ ^XAJIWARA . Akiharu^JP/JP] 

T 305-0061 W$$k^< f^TtT%"g^rBtj6-4 Ibaraki, (JP) 

^lilA (FUKUSHIMA, Tatsuto)rJP/JPl 

T305-0035 fiSo< tfrfit£ftl-l 1-17-302 Ibaraki, (JP) 



m \U W — (H ATAKEY AM A , Shinji)[JP/JP] ^ 

T 305-0035 ;£i£Jfto< ffTfe^2-25-9-301 Ibaraki, (JP) 

?Em^A (HANADA, TakahisaMJP/JPl ^ 

T 305-0003 Mo< firfi8S2-33-3 Ibaraki, (JP) 

±BPIE# (UENO, Masataka)[JP/JP] 

T302-0121 RWJR^tffl^^^Br^-r* if 7-20-6 Ibaraki, (JP) 

±ffglH (UENO . Kohshi)[JP/JP] ^ 

T305-0042 2S}$Jfto < fi rtTTJE£M668-49 Ibaraki, (JP) 

J I lff3A &(KAWANO. Koki)[JP/JP] 

T305-0045 iKttifto< firft«iia2-l-7-201 Ibaraki, (JP) 

(74) ftSA 

H, ^(FURUYA, Kaoru et al.) 
T 103-0007 M^^^^^B^m^^Tl-M-S 
SBTTEgtV^Pi Tokyo, (JP) 

(81) If j£H AU, BR, CA, CN, HU, KR, MX, NO, NZ, RU, US, 
BfeNIWfF (AT, BE, CH, CY, DE, DK, ES, FI, FR, GB, GR, IE, IT, 
LU, MC, NL, PT, SE) 



I(54)Title: HETERODIAZINONE DERIVATIVES 
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(57) Abstract 

Heterodiazinone derivatives represented by general formula (l), pharmacologically acceptable salts of the same, or hydrates of both, 
exhibiting 2-amino-3-hydroxy-5-methyl-4-isoxazolepropionic acid (AMPA) receptor antagonism wherein A is O, S or NR 3 (wherein R 3 is 
hydrogen or lower alkyl); R 1 and R 2 are each independently optionally substituted (hetero)aryl or the like; and R 4 and R 5 are each 
independently hydrogen, hydroxy!, halogeno, cyano, nitro, lower alkyl, (hetero)aryl, or the like. 
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mmm 



utt>Wt(&TF, AMPA) <&*rr 5, fiEflLhWfflteCDiBS^EIS, 

ammmfcrn (als) £7tte/\>^> h >»«8^©«tt»jBi^i4^» 3) x/u^ 

Aj (Epilepsy) > 4) mm, 5)3ffitt««, £fcte6) &f£&m\& (MS) , J»i&2fc 
(Encephalomyelitis) , 3=5> • AU- (Gui 1 lain Barre syndrome), v 
JV^^r 7 t — • h'^ir 5^1 (Marchiafava Bignami disease), rt'^i'i 
(Devic disease, tttiltlftSJif M) , A'otffffialo disease), HIV& 
£^«HTLVt£#§i^ (Myelopathy) £7tteiSK«* (Leukoencephalopathy) m<D 



H^rWj&fSM^lK (Excitatory amino acid's, J^TEAAtfflST) £ bT£n ^ti 
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tit#A6nT^<b. setc^fc, it^M, mas* igvtmm. mmm& 
wmmwizm&TzmmmizM-tzmmm. ^vxmmmmt Lx^mtmpi 

£*IT^3 (Lip ton and Rosenberg, N. Eng. J. Med., 330. 613. 1994, Lees, 
CNS Drugs, 5. 51. 1996, Turski et al. , J. Pharmacol. Exp. Ther. , 260. 742, 
1992) o EAA©ftUBfcJu is± 7 *mm&£imm\Z&tt& ft &2> 

HWJd^k^W'ftH*^, (DN-^^V-D-J^A^^yi (£*T, NMDA) S 
(2)non-NMDA££#T?&£K 2-7i;-3-hHo^y-5-^5 1 ^- 
4 — < V*W—)V7°u\ijr>m. OUT, AMPA) ^te&ck^-f 

eaa, nmda, ampa, #-r — >WL&wmmm\zmm\zftm 21*3 tnmmm 

tf&%2> tm&i£tlT\,*2> (Meldrum, B. . Brain Res. Reviews, 18, 293, 1993) . 

iif>m*>nTi<*2>. ffi&&}ffl.<mMX$>Z>2, 3-ykFo + y-6--hn- 
7 -7>)17 7^)1-0*/ U-) ; *SttV> (KT, NBQX) m&J&ik<Dm%i 
Wj^^frT^m-CfoZiim^ZnT^Z (Sheardown et al. . Science, 247. 
571, 1990) . £fc, #J£-&Wlfi«!lT&-&GYKI 52466 (l-(7$y-7x" 
M 7, 8-^^l/>i?t*y-5H-2, 3 -^>y^TiftT 

> MKD^D7-f K) hOiii^Ti^TttSWffi^^t (Le 

Peillet et al. , Brain Research, 571, 115, 1992) „ iine>E>S£te» AMPA 

mmmm^jMiin.mz^^nm^^mm-^z.t^^m^x^^o ampa^# 
ftmtmzm-rzit&mz-D^Tte, £iT(D£?um%&&z> 0 wo 96/10023-^ 



WO 00/47567 PCT/JPOO/00799 



WO 94/25469#&*8fctt, AMPAgStt^WlfiSFflsfflfcWTS^^U 
V^^WI/f^tlTl^. WO 95/01357^-, WO 97/43276^, DE 

y^y/w^--^ a 0 -^f>v>#i> s&^iJgttflflfSBMfc^ /\>3 l >h>ts 
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i) 




(i ) 



5£+, R xl &cktfR 12 tel^-£fcm§m&oT, tK^H^, ^yHH^ i& 

HitJi^ s^augc^, ci-C27^^-ot;1/^;i-S^ ci-C2^pp7;u 




(II) 



5 



WO 00/47567 



PCT/JP00/00799 



^r^)l^-)Vm^rc^-N {R 15 ) R 16 (3£cK R 1 5 £>ct;^R 1 6 \ZW\S.fz 
"T ; 

5£ -OCH n X 3 -„ (5^ X«;7yStJ!iB\ 4g*ISC^ jy&EH^fctt 

$nsifi*fc«-?-ne>07Kfp«iK*viT> r 4 &£££r 5 7^iwi— £7c«*bm&o 

3) ±121) sB«((D^\7 : -D^7i/V>s§^# : bL<« j e©^S^WtCl^ 
5) ±IE1) IS«©^^D^7v/>iia»#:feL,<^©^JI^M^fF 
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6) ±3bd &wl<d^-tuz?7*?; >mmfchis<it : t<Dmm¥mzn& 

7 ) Tf2-fl£5£ 



fcfcU TIB— «^ (ID TS$ni>{^i)^^< ; 




(III) 
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igc^ $kmm^> a^mm^. ci-c2t ji^ut )i*)im. ci-c2^nDT;u^ 

Z\-C2yWET)V^)lM. C\-CQ7)V^r)VM, C3-C6->^7 C7-C9 

y^wi/g, 7i-jh, ci-c67^=i^'>s, ci-C6t;wi^3-s, ci-C6 

7)\s*)V7s)V7 4 ~;WS> C7-C9T^;Lo^>g> 7z; + yl, 7i-W 
;UzK-;!/S*fett5S;-N (R 15 )R ,6 T^n-5S (R 15 *3ck^R 16 «|Wl— Sfe 

7?^$n*^^n^7> f y>SS*«: (III) =bL<«-^©^il^WiCfF^$n^ 

8) ±iB7) tm(D^u-y7^y>mm^v<\^(Dmm^mz^m- 
$nsffi*fctt-5-ne©7Kfn<»tc^^T, R^B^nx^x&ct^ru— ;u 
& fi^nx^Tfei^foyU-JH, a^nx^x&.fc^T'^;^ 
;us, g^^tiT^xfecfc^^^-nTU— jU7;u^;i/S, sm^nx^x&cfc 

^7U-;V7^7-^JH, If ^nT^Tfect^ArnJU- ;uT;u^n;us, 

^e;u^U— ;us, jS»y^o7K;n, fi^^nxv^xfecfcv^y^ ys^^c 

liII$nT^Tt)ct^7$ KS; R 2 ^a^^nx^X=b<i;ViT>J-;US, 
ti$tlT^Tt) t t^AfD7 l J-JH, l^nt^TfcJ:^7 7WJH, 

s^nxi^x&cti/^T-nr u— ;i/7JMp;i/S, (Siss^ d7j^j1/S, ^ 

u £ tz « 7 y > ^ JUSX & o X t> «fc < , 

9) ±12 7) £tz\t8) &Wl(D'^ : rnz?7i?S>mmft<b\s<\$ s t<Dmm. 
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&mT)i<*-)i<m, iiyjv^+vi, nm^yj^^^^M. tno+yt 

JKtHo^y)7^H> /\ny>ftM7i^J^, tFD + y®i7JV 
*Jim. ykKo+yffl7;^S, ADy*>ft(tFn4y)«7W 
S, tFn + y7J^-JH, kh'D^y7M-JH, h Ho + yffiiy^ 

h*n+y)7;^+yl, <£^y;m^'>T;i/+^*. {£^t;H3^>'T;hi^ 

5>X, i&m^7 ;io*->7 JUnlrisM. ^Ml7 )V^r)V^)V^^.)V7 

t: Kn^>M7;H3^>S, F n^^>fg^y;H3^->S. fcFn^ 
^MT^^T^n^S/S, tFo^y-l'5yffl7KJH, f£$r>^n 
7W(tKo+y)7J^m T^;l/^;l/S> tFo+y77iWH, 
~>7/S. vyyfg^TJ^^S, 7H FS, N-{fi^T;i/^l/T= FX, N-(£ 
iy^a7MiP75Fl, N.N-^IS»7;W7 5 h'S, N-tFn^yfii 
7;MMK75 FS, N-t Fo^yii7M;H-fii7J^Jl'7 5 KS, N-7 

u— ^75 he im^u y^T^/*;^— ^jw^^ovs* n-<£^ 

N-fiiy ^ o 7;^^7 $ ; XJ^zjH, N,N-yfiJR7M;i/75y7 
H-\i\ i U^iyi&m7)^)V7^yX)V^~)V&. NHK&7J1/3I3 1 
y7iWV7 5 7 7;>i1/aK-;1/S, N-/\o^>ttl7J^J^JV*^;H, t° 
□ U ^-;l/7,;i/^n^S> {II7JV^ ;PX;^-iV7 5 / 7JV^JH, fHSHS 

7)V*)Vm. &M7z/)\/m. i&Wi7^)V7)^)im. ily^D7;WKtF 
rh7tFDt°7-jH> tFD + yTh7tFntfy^ 
b F yfii7J^^T F 7 1 F □ tf WSkT : ^)VT% / 7)1 
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N-{£^7J^JV75 F7J^JH, 7'J- Jim. 7 7^H, ^\ 
TD7U-J1/S. Afo7U-«7Jl/+;H, Af07 U-;WM7JU=3 

4-^E^*'J -;w*ju*-;!/X, t h*D+yiiy^o7MJH, tFo^> 

HD^->If7;WH, 4-k Fn^fcT^Uv^S, 4HM7;i/n^-> t:^ 
Uv^S* co, co-{&m7)^Uy^^^7)l^rJim, co, co-&Wl7 )V*V> 

^->g, 7U-^75y^j^-;i'S, 7$;i, «7^75;i, 

M7MJV7 = ;i, kKD+yi^M^?^;^ fii7y^7$y 
h KD^XSi&Te^Ta ;S, fii7Jl/^7MzjP7$;l, fcf'J 

77ii7Jm^yl, tFo^yiiy^D7J^^yI, hU7JVtD^ 
75 7 7J^^yl, N, H-iy\&m7 )V^r)l7 ^ y 7 JUU^i^m, i&Wi7^)V7 

;io^->g, is,m7iy)V7^ /7)vu^i^m. a. z-^^-^v^-Mi&m7)i 

^;US, (1, 3-^^-^V^-;U)ra7;H:^5>S, 7$Ffig7J^^yl 1 
4-(fc Ho^v7;^;Wt K^t KDb°^>-4— r;US, 2. 3-yt Kd^>77 
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1 i) ±tB7) &v>bio) fBKcD^-^D^T-^y >mmi^hv< \$^t(D 
-r>T--^s, ^^l/g, 77>-jh, ^\7 <, ^ix-;i/SS^tiT> 

fDUJH, <5^/U;H, tf^VJ^S. 
^VU^S, -f V^7 S /U;US> ^TVUJl/g* ^T^T^UJH, -TV^ 




(IV) 



ii 
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$-)Vm&^Z? nyDtf;us, i>^D^JWS, i/i7 0^>^;WS, s^o'v* 

12) ^T-uisTitj >mmvftf 

(1) 2-(2-t: U S^;i/)-4-7ai-;i,-4H-l, 3, 4-t*1i-y7y>-5 (6H)-:*>, 

(2) 2- (2- 1° 7 v*-;W -4-7 x — ;P-4H-1. 3, 4-^-^it y7 S?>-5 (6H) >, 

(3) 2-(l-*^;i/-2-£n'j;M-4-:7x:iJP-4H-l, 3, 4-^"^1t> ? T> ? >-5 (6H) - 

(4) 2, 4-i/7x-;i/-4H-l, 3,4-^T^Ti?>-5 (6H)-^">. 

(5) 2- (2, 3-i^ h^r'>7x— ;i/)-4-"7x— ;i/-4H-l, 3. 4-^+>-> ? Ti/>- 
5(6H)-3">, 

(6) 2- (2- tf o U ;W -4-y x ~ ;i/-4H-l, 3, 4-ttW7 ; J >-5 (6H) >, 

(7) 2-(2-=£/ U;U)-4-7x-;i/-4H-l, 3, 4-^-^1tvT> f >-5 (6H) 

(8) 2-(6-^5 1 ;i/-2-tfU> ? ;W-4-7x-;L'-4H-l > 3, 4-^"^1t> ? 7> ? >-5 (6H) - 

(9) 2-^>v'-f;i/^-^->^^;i--4-7x-;i/-4H-i, 3, 4-^-^-y-^^i>'>- 

5 (6H)-=fr>, 

(10) 2- (2- tf U -4- (2. 4-y7Mo7x-;H -4H- 1 . 3. 4-**W 7 V 
>-5 (6H)-:t>> 

(11) 2-(2-fc?U yjW-fyi'D^yJHH-1, 3, 4-:**-tf- ^7^>-5 (6H) 

>, 

(12) 2-(2-^nn-4-tfU S^M -4-7x~ JI/-4H-1. 3. 4-:*-*1*S?7>?>- 
5 (6H) -7f>, 

(13) 2- (3-* V^iy-2-\i')i>M-A-y^-)V-AVi-lZA-^r^"J7i>>- 
5(6H)-*>, 
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(14) 2- (3- kKD* S/-2- hf U S S)V) -4-7 x - ;i/-4H- 1. 3. 4-^lt 7 ¥ >- 
5(6H)-^>. 

(15) 2-^5=-U^-4-7x— JU-4H-1, 3. 4-:*3r+)-> ? 7:/>-5 (6H)-:*>, 

(16) 2- [2- (3- tf U tf— ;W-4-7x-;P-4H-l, 3, 4-^"^it^T^>- 
5(6H)-^->, 

(17) 2- (2-* h^v7x— ;W -4- 7 X-JW-4H-1. 3.4-^-1^^7 
>?>-5 (6H)-^->, 

(18) 2- (4-- hD7x^;H-4-7 x-;i/-4H- 1 , 3, 4-^1* ^ 7 ^ >-5 (6H) 

>> 

(19) 2- (3-- hD7x— ;W-4-7x— ;i^-4H-l. 3, 4-t^S?7^>-5 (6H) -3" 

(20) 2- (2-— hD7z-JW -4-7x— ;i^-4H-l, 3, 4-*tti?7i?>-5 (6H) 

>, 

(21) 2-(4- : t;U^U-;W-4-^x^;P-4H-l. 3, 4-^1f^7v?>-5(6H)-*>» 

(22) 2-^^n^'>;U-4-7xn;W-4H-l. 3, 4-^1t> ? 7^>-5 (6H) 

(23) 2-v 5 ^ ^;i/7 5 y -4-7 x n ;i/-4H-l, 3. 4-^-^-9-^75/ >-5 (6H) >, 

(24) l-~J * ^)17 S J -4-7 x - ;i/-4H-l. 3, f^JyJy >-5 (6H) >. 

(25) 2- (2. 6-S?y. h + y7iZJW-4-7i-;HH-l, 3, 4-Wv7y>- 
5(6H) 

(26) 2- (2-* h*y7xz;W-4-(2-7^n7i-;W -4H-1, 3, 
7v>-5 (6H)-:*X 

(27) 2-7x-;H-v7 D^\^S/;i/-4H-l. 3, 4-^^1t> ? 7 ^ >-5 (6H) 

(28) 2- (2-* h^v7x— ;W-4-S/^7D^->JU-4H-l, 3, 4-^-^7 S>'> 
-5(6H) -:*->, 

(29) 2-(3-t:U^)-4-7x-;U-4H-l > 3. 4-^^VT >>>-5 (6H) 

(30) 2--7x-;U-4-(2-^n^E7x-Jl/)-4H-l, 3, 4-^1J-^7> ? >-5 (6H) 
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(31) 2-(2-^x-;W-4-7o:-^-4H-l, 3, 4-*^1^^7>?>-5 (6H) 

(32) 2-^>S?;i/-4-7x— ;l/-4H-l. 3. 4-^-t>-> ? 7> ? >-5 (6H)-*>, 

(33) 2-(2-tf«J^;W-4-(2-yn^E7x-;W-4H-l. 3, 4-^+^7^ >- 
5(6H) 

(34) 2-(2-t!US?;W-4-(2-7;^0 7x—;W-4H-l. 3,4-my7y> 
5 (6H) 

(35) 2-(2-k!'J^JM-4-(2-* h^y7x"JW -4H-1. 3. 4-^+h> ? 7> ? >- 
5(6H)-*>, 

(36) 2-7x-JH- 7x-;W-4H-l, 3, 4-^+^7 :/>-5 (6H) 

>, 

(37) 2-7 x ~ )l-4- (2-— b07x x;P) -4H- 1. 3, A-ttW7*s >-5 (6H) 

>, 

(38) 2-7x-;P-4-(2-t°U^;W-4H-l, 3, k-ttW7 s J>-$ (6H) 

(39) 2-7x-JW4-(3-tf US?;W-4H-1. 3, 4-^+>-> ? 7 S?>-5 (6H) -3">, 

(40) 2-7i-JW-(3-y7/-2-b! >J -4H-1. 3, A-Jr^-JT V>- 
5 (6H)-^~>, 

(41) 2-7xrJH-(2-t Hn^->^^;i-7x-;U)-4H-l, 3, 4-^1t> f 7'v 
>-5 (6H)-3j->\ 

(42) 2-7x— ;l/-4-(2->7'y-3-t:'J^;W-4H-l. 3. 4-^i^> ? 7^>- 
5(6H)-^>, 

(43) 2-7x-;i/-4-(2-^X-;W-4H-l, 3, A-ttWTi/y-S (6H) 

(44) 2-7x-JH- (3-^XXJW -4H-1, 3, 4-^+f" S^7 v >-5 (6H) >, 

(45) 2-7xZJH-(4->7y7x-JH-4H-l, 3. 4-^+1-^7 S?>-5 (6H) -7*" 

(46) 2-7x')H- (3—>7 / 7x-M -4H-1. 3, 4-^-*itv7S>">-5 (6H) -tf 
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(47) 2-7 (2->7 y-3-f XZJW -4H-1. 3, A-ttW7 s J>- 
5(6H)-^>. 

(48) 2-(2-b FD*v7x-;W-4-(2-7*n^7x-;W-4H-l. 3. 4-**W 
7>>>-5 (6H)-*>» 

(49) 2- (2-t K o + y7i-;W -4-7xZjMH-l, 3, A-ttWT i?>- 
5(6H)-^>> 

(50) 2-7x"JP-4-(2-t Fn^>7x~;i.)-4H-1, 3, 4-^^-9-^7 >*>- 
5(6H) 

(51) 2-(2-fc F D + y 7 x - JW -4- (2- 7 Jl/ 1 0 7 x - JV) -4H-1, 3, 4-^-^r+i- 
•/7y>-5 (6H)-^->, 

(52) 2-(2-t K □ + v 7 x -4- (4-7 Jl/t n 7 x ^JH -4H- 1, 3, 4-^lt 
y7v>-5 (6H) 

(53) 2-(2-t Ho^y7x^K-4-(2, A-¥7)\>^U 7i'JW -4H-1. 3, 4-3" 
^-tfv'Tv^ (6H)-^>, 

(54) 2-(2-(2-> ? ^5 L ;U75 /) X ^i/7i-JH-4- (2-7*0^7x^1/)- 
4H-1. 3, A-Jr*^i/7z/>-5 (6H)-^">> 

(55) 2-[2-(4-k°'JyJW/ h^~>7 x ~M -4-7 x - ;U-4H-1. 3, 4-^-^iti^ 
7> ; >-5 (6H)-^">, 

(56) 2- (2- [2- (4-^;i/# U xh^y] 7iXJH -4-7 x— ;i/-4H-l. 3, 4- 
^-^-y-> ; T> ? >-5 (6H)-^->. 

(57) 2- [2- (2-tf U S^JM ^ K^y7xXJl/]-4-7xXJHH-l, 3, A-jrtti? 
7>>>-5 (6H)-*>, 

(58) 2- [2- (3-tf U i?M * h=^->7x-;H-4-7x-;l,-4H-l. l,A-**W 
7v ; >-5(6H)-^>, 

(59) 2-(2-[2-(l-lf^U -JM X h^->] 7iZJH -4-7x -;U-4H-1, 3. 4-* 
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^+!-^7> ? >-5(6H)-^->, 

(60) 2- 12- [2- (l-tfo U X h*5>J 7i-JH -4-7xx;U-4H-l, 3, 4- 
^tJ-^Tv^-S (6H)-*>, 

(61) 2-[2-(2-y^f^75/xh^y) 7xx;H -4-7 jc XJP-4H-1. 3, 4-^" 
ttVTV^-* (6H) 

(62) Z-[2-(3-^^fJl/75y^D^'» 7xx;i/]-4-7xx;U-4H-l, 3.4- 
^-y-^7^>-5 (6H)-:t>, 

(63) 2-|2-[3-(l-lf^U> ? x;U) 7°n^*>/] 7xx;H -4-7xx;W4H- 
1. 3, 4-^*1+:/7> ? >-5 (6H)-^">, 

(64) 2-7xx;V-4-|2-[2-(4- ; E;i^Ux;i,) X h*->] 7 xx;H -4H-1. 3, 4- 
3-*+)-^7^>-5 (6H)-^->> 

(65) 2-7x^JH-[2-(2-y^^7$yxh + y) 7 iZJH -4H-1, 3.4-:* 
+-!ty7y>-5 (6H) 

(66) 2-[2-(2-y/W$/lh + y) 7iZJH-4-(2-7MQ7iZ 
;U) -4H-1, 3. 4-t+-!ty7y>-5 (6H) -*>, 

(67) 2- (2- [2- (4-^* U — ;W Ih + y] 7i-M -4- (2-7^:* o 7 x x 
M -4H-1, 3, 4-^-^+1-^7 >*>-5 (6H) -* >, 

(68) 2- (2- [2- (4-^;i/^ U x;U) Xh + y]7x ~M -A- (2-7* o ^ 7 x X 
;M -4H-1. 3, 4-Wv7y>-5 (6H)-*>, 

(69) 2- (2- [2- (4-^E^^'J XJl>) X h^y]7i-)H -4— >7 n^i>;U-4H- 
1. 3, 4-Wy7y>-5 (6H)-*>, 

(70) 2- 12- [2- (A-^Jl* U x;W Ih + y] 7 z-JH -4- (4-7;U* □ 7 xX 
;M -4H-1. 3. 4-ttWT>>>-5 (6H)-*>, 

(7 1) 2- (2- [2- (4-^* U x;U) l^y]7i XJH -4- (2, 4-y'7MD7i 
x;i/) -4H- 1. 3, 4-Wy7y >-5 (6H) -ir >, 

(72) 2-[3-(2-t F n^yi ^y) -2-t s U yJH -4-7 xZJHH-1, 3,4-3-* 
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W7z?>-5 (6H) 

(73) 2- (3- [2- (4-=E)lfr U X h*->] -2-tf U v;H -4-^^-;i--4H- 
1, 3, 4-^-tt> ? 7^>-5 (6H)-^>, 

(74) 2- (3- [2- (l-fci^'J VM lh + ->] -2-tf U i?M -4-:7xx;i/-4H-l, 3. 4- 
^-tJ-vT>?>-5 (6H)-^">, 

(75) 2- 13- [2- (1- tf o U >?-;W x h=^>]-2-h°U S?JH -4-7oix;i/-4H- 
1, 3, 4-^^r-y-> ? T> ? >-5 (6H)-*>> 

(76) 2- (3- [2- (l-^^;W2-tf D U ;W X S?;H -4-7i- 
;W4H-1, 3. 4-^"^S?7^>-5 (6H)-*>» 

(77) 2- [3- (2->^3MU7 i7X^-» -2-tf U >>JU -4-7i— JW4H-1. 3, 4- 
^-=\r-y-^7^>-5 (6H) 

(78) 2- (3-7 5 /7i-JH -4-7X— ;U-4H-1, 3, 4-:*=^-tJ-^7> ? >-5 (6H) 

(79) 2- (2-7 577i - JW -4-7 ;U-4H- 1. 3. 4-^-^-tf 5? 7 >-5 (6H) 

(80) 2-7x-;H- (jh7tH o-4H-k*7 >-4— f ;!/) -4H-1, 3, 4-*-^+r^7 
>*>-5 (6H)-^">> 

(81) 2-7a:n;i/-4-(l-^^;W-4-tr^'J> ? ;W-4H-l I 3, 4-:*^1t> ? 7> ? >- 
5(6H)-^">, 

(82) 2-7X-JH- (-3-** P U S?— ;W -4H-1. 3. A-**W7 >*>-5 (6H) - 
^■>, 

(83) 2- tf U v?JU-4-(l-^>^;U-4-tf^'J ^;W-4H-1, 3. 4-^"^1t> ? 7> ? >- 
5(6H)-^">, 

(84) 2-7ji— ;U-4-(-3-t- t ;W-4H-1. 3, 4-^r^i^7 V >- 
5(6H)-*>. 

(85) 2- 7 x - ;U-4- ->^n ^ >^;U-4H- 1, 3, 4-^-^it 7 V >-5 (6H) 
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(86) 2-yx-;i/-4-(l-^>v;i/-4tf^U S>;W-4H-1, 3. 4-ttW7zS>- 
5(6H)-*>, 

(87) 2-7oc^:;i/-4-[l-(2-t:U> J ;W)x5 1 >iH-4H-l, 3. 4-^-^r+)-> ? 7'^>- 
5(6H)-^>, 

(88) 2-7^-;i/-4-[l-(3-b°U >?;W X3MH-4H-1, 3, 4-^-+i±v ? T^>- 
5 (6H) 

(89) 2-7x-;H- [l-(4-t°'J y;H X?;M -4H-1, 3. 4-:t3M±> ? T> ? >- 
5(6H)-:*X 

(90) 2- (3-y / f )l/7 5 7 7 x-JW -4-7 JMH-l, 3. 4-ytttz?7i?> 
-5 (6H) 

(9 1) 2- ^ 7 7x-JH -4-7xZ^4H-l, 3. A--*ttV7 V > 
-5 (6H)-^>, 

(92) 2- [2- (4-t: U i?)V) /^7^;7x-;H-4-7x-JHH-l, 3, 
WTi?>-S (6H)-^->, 

(93) 2- [2- (3- tf U i?)V) * ^)V7 -4- 7 x — ;U-4H-1. 3, 4-^ 
+f-^7^>-5 (6H) 

(94) 2-(4-k°U y;H-4-7x-)HH-l, 3, 4-3"* It >*7 ^ >-5 (6H)-^">, 

(95) N-(2-tf'J>?;W-[4-7xx;i/-4H-l. 3, 4-^"^-y-> ? T^>-5 (6H) >-2- 

(96) N-(3-b°'J^;i/)-[4--7x-;P-4H-l. 3, 4-ttW7i?>-S (6H) -^->-2- 

(97) N-(4-t°U> ? ;M-[4-7x-;U-4H-l, 3, 4-**W7 (6H) -*->-2- 

(98) 1, 3-y7x-;H-^5 1 JK 5-S?k Ko-1, 2. 4- h U 7y>6 (1H) 

(99) l-7i-;h3-(2-tf U 5^;W-4-^f JK Kd-1. 2, 4-h'J7y> 
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-6(1H)-3->7^'=>jI&£*1£ 1ST&5±E7) ftl^Ll 1) m*-ftlfr 1 
13) S 



R^ct^R^ilwi-S^Kffi^^oXTK*/!?-, 7KmS. /\d^>I^ - 
1 4 ) TfS-fl25£ 




( I ) 
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^4>A«, mmm?. mnm^fzitt >nr 3 x^n^>m (^^r 3 ^ 
is) ±tai3) ^^«i4) mm.(Dmm\z^x, mmmmmm-*?- 

1 6) ±IH1 3) Sfctel 4) f2«cDIS^{-*5V^T, Siil(i2-7$; 

mmfcmm<D^m • ^ • afc^jx&ox&c^ > 

1 7) ±g21 3) ^fcttl 4) EB«CDIgmtC*D^T. ^&EIgfcJ:Wti£t£ 
^§©fK • teg? • &#£iJT*£>oT*>cfc<, 

18) ±IH13) ifcliH) fBScOISIiltci&^X, iif«|gtejrai4# 

19) ±gB13) Sfcttl4) f2«<DE^(Ci5^T, ^SgESHHMlfil • 
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mnnmmcDm^skmm - m&ufc&&<D&&wm&mz&zmms (2) t 

^Oftttttg^tt^S, (3) TAjfr/u. (4) «ttJ&fc, filMr, % 

s^wsptwica^-rs^*, (5) (6) &5£'\&m\:&. m 

ad#i, u7-v-2±m. 5>>*f3L-)vm, fyxu>-v^xi, hiv&^&htlv 
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fczfc? n#JTr & o T =t \ * 0 




( I ) 
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fc*£U US-4. 670. 555 (US-4. 782, 066) ^mzm^tLfzTitt (II) T«£ 



R 11 43J:^R 12 «|Wl-^fcMS7 t j:oT> 7^0^. ?vnU=t. ^ 

C7-c9t^;u^;us, ci-C6T;i/n+->S, ci-C67;^;^^-», 

^->^;u#zi;i^S*7cH^:-N (R 15 ) R 16 R 15 :kcfctfR 1 6 «|s]-3;£: 

t ; 

R 13 ^cfc^R i nSl^-^/t^S^7 t cJ:oTC 1 _ 4 T;^;U^^*-;VS, - h 

am. it -ocH n x 3 , (^*, x«7 7», mmrn^-. ^mm^frte 

ft£±fEUS-4. 670, 555 (US-4, 782, 066) ^$g(C^$ nfc<b^2¥te, ttM 




(II) 
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ASUfaenatocidal agent) %>2>W3$i&—W (miticidal agent) t:lt^>t)WT 

fed, *%m\zfrfrz^ui?7i?;>&m&£\^ it^mm±.^mm\^m±. 

Z. Z.T&f&m<DfeWzteft2>{8M7 £\Z* mm%k 1 ~ 6 

JIM, n-y^^S, t-^^S, n-^>^S, i-^>^;i/S, 

mz&M7An*is&£\z, ±.mmi7)v*)\<mfimmw^£.^vTzmz: 

Og> n-:/hOS, i-y^->S, t-:7>OS, ^>9^:tOS, ^ 

7x-;n> -r >^-)im. i-y^-)i&, 7xu-)vm. ^\y°^u-)im, 7 

mizfcMTL^JL-Jim. If^-^S, t°ou;i/S. -fS^/UJU 

tf^v'u^s, h'j7v'u;i/S, "xh^yujus, ^v^7v'u;us, ^ 

JUS, tf U 5 V ~ tf U y - OH'J v 5 — -f V -f > H U ^ 
—Jim, t7f'Jy-JH, ^y^it'J-^S, ^^-yjn;i/S, WJ— ^ 
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t?>j:/;i^ tf^v^jps> tfau^s, ^/u;i^ ^i-^uoff^ 

£ fz d n b O T t> v ^ n ^\ * -> £ D ft £ b V i 0 

— {Si7;^^y(t hd^-»t;^;us. fa^T;vn^-xt Ko+y) 

o^-><S»7JHi + '>S, ykh'n + yffl7JV3 + yS, kFD^>ffl7 

(th'o4-»7Jl/^S> T^-M^Ug, th*D^y77^S, y7/S, 
~>7/{g^7;M^S, 7^HS, N-{£I7J^7SFS, N-ftSyi'O? 
;Mr;|/75Fg, N.N-^te*RT;Mr;U:7 5 Kg, N-tHo^y{£i7M;i/7 
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;i//\^-r;i/S, n. H-vi&tRTJi^Jituw^^ji^ 7$yxM-ji/S, 
-r ^ u 7^77$ N-®i7^jP75yxj^-jn > n-<ssr 
->^d7;W75;7^-jh, n, n-^(£«rt;u+;ut^ y 

y TJl/zK- JVTJV^JVm. N, N-«7MJV7S 7XM-^7W1, 
<£3K7">;US, ^Ml7^)V7)V^-)V^ ffly^D7J^JKk Fn^y) 

Th7kFDh s 7-JH. kFo^yTh^tFot^^H, th*o 

^->fgM7;u^;i/T-h^t Ho tr^-;ps, te»7->;u7^y tjm^s* 

7y-JhH;W t Hn^S/ys^^S, &7 V*— ;U-2--f ;W kKo+y^^ 

<£«7 , ;u^;u^;i/^— {£^7;i/=i^7;u^;i/;2ju*^;us, t 

Ho^r'XSjKT;^^^*— &Wi7Jl*)]sX)\s7fr-Jl7)l3r)im. N- 
&i£&7;i^;P7^ K7MJV1, TU-;PS, T^JM^S. at07U-J1^ 
S> ^tD7 i J-«7J^;H> Aj07 l J-JWffl7^3 + y|, 

-)l7,)l-fc-J\,m, kFn + ytiy^D7MJl/l, kFO + yfiiy^O 

a)-{S^T;U^l/>> ? ^-^>'7;y^;US> co, a)-fi^7J^l/>y^y7 
;m*->g, {&^>^n7;u^jyt: Kd^v^^juS, 7'J-M+yl, 7 
u-;u7^ y x;i/^;us> 75/s, fii7MJV7 = /i, 7 

^7571, kFD+yfi7^Wi/S, Ii7yJb7$;l > kFo 
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T;i/=l^~>S. {£8^:*7 )VU*i/T )VzHri/£k, foWiY )1*)17>)1*-)17 

U7MD^h^yi, Tsyiiyj^+vl, n-{s^t;^;vt5 y 7)v 

U^i^m. K^-zy^M7)V^-)V7^J7)VU^-iym, ®M7 ~s)V7)Vn 3r->». 
Ii7yJ^75;7J^ + yl> (U-y^V^iHIiyWM, (1,3- 
y^V7^Hli7;^^y|, 75 F{Si7;^ + yl < 4-(tFn=^ 
TJWW^- h^t b*nt?^>-4— f^S, 2. 3-^k Fa'Ol/:^-;^ 2- 
t FD^y-2-7MJH, 3-yk Ko^>777-;H, -f >^V~;i/S, t 

^75y{Si7;^+yi, gi$nT^Tfect^77;Wr;^yS, mm 
g^£nx^x&=k^>vv;i'^iW£^7;i^;kg, it$n 

+ yS, fi^nX^X&ck^y^l^Jl^^v^ B^tlX^X&ckl^ 
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MfBit (I) f'^j&R^^R^bTte, IrI — 3ifc\Zmmtz.'DT7kmW. 

\t7^—)im^-rm^-v$><o. $e,^$f^b<«R 4 ^7Xsm^^^b, r 5 

MSBiS (I) fcfcwr, R 4 ^i^R 5 ^K^^-efe^il-&©^\^-n>?T> ? 

/ymmfe (no re— is^T^^ns. 



^nx^xfe^b^Uv^s, fi^^nx^Tfcct^^b^^^-ji/S, =E)v 

t- h^b HPtf7— 7^7>^H, Sm^nx^Xfccfci^T 




(III) 
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&j£U US-4. 670, 555 (US-4, 782, 066) ^StclB^snfe. TSH— «^(II) 




ci-c2^o^et;i-^;ps, ci-c6t;^;us, C3-C6->^ d7;^jH, C7-C9 

T^JMnH'S* 7xZjH> Cl-C6T;i/n^'>S, C1-C6T;W^^S, C1-C6 
;i/7^-;i,»^fc«S:-N(R 15 )R 16 -eS$n^S (R 15 43j;Z>*R 16 te|Wl— £fc«*B 
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^^^^^^□v^vV (III) kl&^Tte. ^^A^mVifc 

w&s.h* WTLUTtz-tiSLjS. (iv) x^z *v i?7 y >mm&-hw& 



(5£*, R 1 *3«fc^R 2 ttMg2tl^«©jg:i*S:W'rs. ) 

(1) 2- (2-fcT U >*;W -4-7 a. -;i/-4H-l, 3. 4-^-^7 S^>-5 (6H) 

(2) 2-(2-t°^^n;W-4-7o:n;W4H-l, 3, 4-^^1t> ; T> ? >-5(6H)-^->, 

(3) 2-(l-^^;i/-2-fc?n'j;W-4-7x— ;i/-4H-l. 3, 4-:t*-y-> ? 7> ? >-5 (6H) - 

(4) 2, 4- 7 i - ;W-4H- 1. 3, 4-^7 V 7 >-5 (6H) > , 

(5) 2- (2, h^rv77jc-;W-4-7x-;i/-4H-l, 3, 4-^1tv7^>- 
5 (6H)-^->, 

(6) 2- (2- tf n U ;W -4-7 x ~ JU-4H- 1, 3, 4-^1* ^75* >-5 (6H) >, 

(7) 2-(2-^y U;W-4-7x-;i/-4H-l. 3, 4-^-^-9-^7 ^>-5 (6H)-*>, 
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(8) 2-(6-*3\>U-2-tfU i?)V)-A-7x.-)V-m-\. 3, 4-ttW7i?>S (6H) - 

(9) frj-^-y *^)l-4-y x.-)l-ffl-h 3, 4-*++>-^Ti?>- 
5(6H)-*>, 

(10) 2- (2- tf U -4- (2,4-v7MD7xZJH -4H- 1 , 3, 4-^+it 7 i? 
>-5 (6H) -^>, 

(11) 2- (2-k° U -4->7 n^\^>;U-4H-l. 3, 4-^1*^7 v>-5 (6H) 

>, 

(12) 2-(2-^nn-4-h°U >?;W -4-7x-;i/-4H-l. 3, 4-^-^rit>?T> ? >- 
5 (6H) 

(13) 2- (3-* h=^>-2-fc!U >?;W-4-7ai— ;P-4H-1. 3. 4-^^> ? T^>- 
5(6H)-^">, 

(14) 2-(3-t Ho^r->-2-tfU ^W-4-7 31— ;P-4H-1. 3, 4-^+^7' i?>- 
5(6H)-*>* 

(15) 2-7,5^ U;W4-7x-;i^-4H-l, 3. 4-ttW7zs>-5 (6H) 

(16) 2- [2- (3-bTU tf-;W-4-^ai— ;i/-4H-i. 3, 4-^-^r+)-> J y> ? >- 

5(6H)-*>, 

(17) 2- (2-* h^->7x— ;U)-4-(2-yn ; E7x-;W-4H-l, 3.4-^-9-S^y 
^>-5 (6H)-^>, 

(18) 2- (4-~ h □ 7xUH -4-7 x n;U-4H-l. 3, 4-**W7 v>-5 (6H) 

(19) 2- (3-- h □ 7xZJH -4-7 x -;W4H-1, 3, 4-t+-!ty7y>-5 (6H) 

y, 

(20) 2- (2-— h07i-M -4-7x— J1/-4H-1, 3, 4-^y7y>-5 (6H) 

(21) 2-(4- ; £;l/*U-;i/)-4-7xn;i/-4H-l. 3, 4-^^7> ? >-5(6H)-;*->, 
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(22) 2-y^n^yH-7i-JHH-l, 3. 4-^1J-vT^>-5 (6H) 

(23) 2-^^^JUTSy-4-7x-;P-4H-l. 3, 4-t+fy75/*>-5 (6H) 

(24) 2-v^^;WTSy-4-yx-;P-4H-l, 3, 4-^Zv ? 7> ? >-5(6H)-^->, 

(25) 2- (2, 6->>* h + ->7x-;W-4-7x— ;l/-4H-l. 3, 4-Wv7y>- 
5(6H)-*>, 

(26) 2- (2-* h + y7x-JH-4-(2-7Jl/tD7x-;i/)-4H-l, 3, 4-yf*Vi? 
T^>-5 (6H)-*->, 

(27) 2-7irjH->^ D^^r^U^H-l, 3. 4-^-tf-^7^>-5 (6H) 

(28) 2-(2-j* h^>7 x-;W) -4- n^^;W-4H-l. 3, A-ttW7i? > 
-5 (6H) -:*>, 

(29) 2- (3- 1! U z?)V) -4-7 x ~ ;W4H- 1, 3, \-**-W7V >-5 (6H) -3* 

(30) 2-7x-;i/-4-(2-^*P ; E7x-;W-4H-l, 3, 4-Jr*-y-i?75?>-5 (6H) 
>> 

(31) 2-(2-^x-;W-4-7x-;i/-4H-l, 3, 4-^it> ? 7> ? >-5 (6H)-^">, 

(32) 2-^>^;W4-7x-;U-4H-l, 3. 4-ttW7 (6H) 

(33) 2-(2-t:'J> ? ;W-4-(2-yo^7x-Jl/)-4H-l. 3. 4-^it> ; 7> ? >- 
5 (6H) 

(34) 2-(2-k°U> ? ;U)-4-(2-7;i/^-0 7x-;i/)-4H-l, 3, 4-^-t)-> ? 7:/>- 
5 (6H) 

(35) 2-(2-fcTU> ? ;i/)-4-<2-* h^p->7x-;l/)-4H-l, 3, A-*tti?7 s J>- 
5 (6H)-^>, 

(36) 2-7x-JH-(2-y7/7x-JH-4H-l, 3. A-Hr*cW7 V >-5 (6H) -3" 

(37) 2-7 x " JH- (2- ' h □ 7 xZJH -4H- 1, 3, 4-^it^T ^>-5 (6H) -3" 

(38) 2-7x-;i/-4-(2-tfUv;W-4H-l. 3, 4-t^rity7y>-5 (6H) 
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(39) 2-7 x x JU-4- (3- h° 'J i?;W -4H- 1, 3, A-tt*)r =JTi? >-5 (6H) -* > , 

(40) 2-7xXJU-4-(3-v7/-2-t: , J ~7;U)-4H-1. 3, 4-^"^> J T> 5 >- 
5(6H)-*>> 

(41) 2-7i-JH-(2-k HP^r^^^;i/7xn;W-4H-l, 3. 4-*^1t> ? 7> 5 
>-5 (6H)-*>, 

(42) 2-7x^;^-(2-e/7/-3-h°U^;W-4H-l, 3, 4-^^> J Tv 5 >- 
5(6H)-^">s 

(43) 2-7xx;U-4-(2-^Xx;W-4H-l. 3, 4-*^1t> ? 7^>-5 (6H) -*>, 

(44) 2-7x-;U-4-(3-9 L X-;W-4H-l, 3, 4-*^+>-> ? 7> 5 >-5 (6H)-*>, 

(45) 2-7xrjH- (4-f>7 / 7x-JH -4H-1. 3. 4-^+^7 ^>-5 (6H) -* 

y , 

(46) 2-7 i-;H- (3-> 7 / 7 iz;H -4H-1, 3. 4-*^1*> ? 7> J >-5 (6H) -* 

(47) 2-7i-JH-(2->7y-3-fX-;W-4H-l, 3, 4-xMr1*-> 5 7> ? >- 
5(6H)-*>> 

(48) 2-<2-t K n*5/7i-;W -4- (2-7*0^7 x-JW -4H-1, 3,4-**+^ 
7~7>-5 (6H)-*>, 

(49) 2-(2-k Ko + y7iZJW-4-7iZJP-4H-l. 3, 4-^"^Flt^7> ? >- 
5 (6H)-*>, 

(50) 2-7x"JH-(2-t FD^y7x-jW-4H-l, 3, 4-^"^it> J 7> ? >- 
5(6H)-*>* 

(51) 2-(2-t Fo + y7xZJW-4-(2-7J^D7x-JH-4H-l, 3, 4-*=Ht 
i^7^>-5 (6H)-*>, 

(52) 2-(2-k H O + y 7 x - -4- (4-7 O 7 x -4H- 1, 3, 4-*++*- 
y7v>5 (6H)-*>, 

(53) 2-(2-k FD^y7x-JW-4-(2,4-y7iWo7x-jl/)-4H-l, 3.4-* 
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(54) 2-[2-(2-i/^^;U7^ y)X F^y7x-JH-4-(2-yo ; E7xZJH- 
4H-1. 3, 4-^-+1t> ? 7v>-5 (6H) -:*>, 

(55) 2-[2-(4-t°'J VM * N + y7x-;H-4-7xZJHH-l, 3, 
Tv>-5(6H)-^>, 

(56) 2- 12- [2- (4-^)1^ U — ;W x^y] 7xzjH -4-7 x — ;i/-4H-l. 3, 4- 
^li-vTv 5 ^ (6H)-^->. 

(57) 2-[2- (2-tf U >W) ^ h^'>7x-;H-4-7ac-Jl/-4H-l. 3. 
7y>5 (6H)-*>, 

(58) 2- [2- (3-tf U is)V) * h^y7iz;H-4-7xZJMH-l. 3, 4-^+^ 
7y>5 (6H) 

(59) 2- (2- [2- (1-fc^U Ih + y] 7i-JH -4-7x-;i/-4H-l, 3. 4-3" 
^fy7y>-5 (6H)-^>, 

(60) 2- (2- [2- (1-fo'J >*-;M lh^>] 7xZJH -4-7x— ;i/-4H-l. 3, 4- 
^-^-9"^yfx>-5 (6H)-^->, 

(61) 2-[2-(2-y^^75;xh^y) 7i-;H-4-7x-JMH-l, 3,4-3" 
+1ty7y>-5 (6H)-tX 

(62) 2-[2-(3-y^f^75y7'o^y) 7xx;H -4-7x— ;i/-4H-l. 3, 4- 
t^y7y>-5 (6H) 

(63) 2-|2-[3- (l-t°^U &=.)),) 7°0#^y] 7xx;H-4-7xx;MH- 
1, 3, A-**WTis>-S (6H)-^">, 

(64) 2-7xXJH- 12- [2- (4-^;i/* U -;W Ih + y] 7x-JH -4H-1. 3, 4- 
VT is >-5 (6H) >, 

(65) 2-7xXJH-[2-(2-y^W5;i h*y) 7x-;W -4H-1. 3.4-:* 
^itv7^>-5(6H)-^>, 

(66) 2-[2-(2-y/^7$yih + y) 7x-JH-4-(2-7Wo7xZ 
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JM-4H-1. 3. 4-t+1ty7y>-5 (6H)-*>» 

(67) 2-[2-[2-(4- : t;i/5iNUn;i/)X h^F->] 7xZ;H-4-(2-7;^D7x- 
)V) -4H-1. 3, 4-t+1j-y7y>-5 (6H)-#>, 

(68) 2- 12- [2- (4-^* U x;U) xh + ->]7 x — M -4- (2-7*D^7x- 
;W -4H-1, 3, 4-^1t> ? 7> ? >-5 (6H)-*>, 

(69) 2-|2-[2-(4- ; EJl/*U^W X b3^>] 7 xx;H -4-: >7 D^\^S/^-4H- 
1, 3, 4-^1*^7 S?>-5 (6H)-^">, 

(70) 2- (2- [2- (4~=E;Hfc U x;M X b^->] 7i-JH -4- (4-7;U* D7iZ 
;W -4H-1, 3, 4-t+tfy7y>-5 (6H) 

(71) 2- (2- [2- (4-^l^U x;W Ih*y]7 xrjH -4- (2. 4-y7Mo7i 
x;W-4H-l. 3, 4-^1^7 >*>-5 (6H)-*>, 

(72) 2-[3-(2-t Fn + yi h^-»-2-t"U *JM -4-7xx;W4H-l, 3. 4-** 
•tJ-f/7^>-5(6H)-^->, 

(73) 2- 13- [2- (4-^* U x;U) X b*->] -2- tf U 5?;H -4-7X-JW4H- 
1, 3, 4-ttW7zf>-5 (6H)-^>, 

(74) 2- (3- [2- (1-tr^'J Ih+y] -2-fcTU v^H -4-7 xx;k-4H-l, 3, 4- 
3-^1^7 >*>-5 (6H) 

(75) 2- 13- [2- (l-t?D U X b^>]-2-b: U S?;H -4-7x";HH- 
1. 3. 4-tWy7y>5 (6H)-:*>, 

(76) 2- 13- [2- (l-^^^-2-h°P U i/-)V) Ih + y] -2-fcf U S^M -4-7 xX 
;i/-4H-l, 3, 4-t+^y7y>5 (6H)-:t>, 

(77) 2- [3- (2-^.*5f;PT $;xh + -» -2-t° U -4--7xx;W4H-l, 3, 4- 

(78) 2- (3-7 5 y 7i-iW -4-7x"jMH-l, 3. A-ttWT S?>-5 (6H) 

(79) 2- (2-7 5 / 7 x-JW -4-7 xZJHH-1. 3. 4-^1tv7> J >-D (6H) 
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(80) 2-7x^JH-(fh7k Ho-4H-tf^>-4-^;i/)-4H-l. ZA-ttWT 
i?>-5 (6H) -^->> 

(81) 2-7x-;i/-4-(l-^^;U-4-tf^U^;M-4H-l. 3, 4-^^-9"f/7^>- 
5 (6H) -^">, 

(82) 2-^^-^-4-(-3-^^^ U >?-;W-4H-l. 3, (6H)- 
^">> 

(83) 2-tru > ? ;i/-4-(i-^>^;w-4-bf^u i?)Vi-m-\, 3, 4-^-^it> ? y^>- 

5(6H) -^">, 

(84) 2-7x-JH-(-3-rh7k F n 7 ^ ~;W -4H-1, 3, 4-^-^-9" i?7>? >- 
5(6H)-^->, 

(85) 2-7 x — ;W-4-^ ^ n ^ >^;W-4H- 1. 3, 4-sMrlJ- 7 >-5 (6H) > , 

(86) 2-7x-;l/-4-(l-^>v;l/-4b:^'J >W-4H-1. 3, 4-^"^it> ; T^>- 
5(6H)-^">, 

(87) 2-7in;M- [1- (2-t s U yJW X^;H -4H-1, 3,4-ttW7i?>- 
5 (6H) -*>s 

(88) 2-7x-;i/-4-[l-(3-h°U v;U) x^;H-4H-l. 3, 4-**W7zS>- 
5(6H) 

(89) 2-7x-;H- [l-(4-h° U yiW JH-4H-1, 3, 4-**rW7 V>- 
5(6H)-^->, 

(90) 2-(3-y^5 1 ;V7 5 7 7xx;H-4-7xXJl/-4H-l, 3, 4-^lJ->?7>?> 
-5 (6H) 

(91) 2- (2- $ 7 7 xx;!/) -4-7 xXJHH- 1, 3, 4--**W7i?> 
-5 (6H)-3">, 

(92) 2-[2-(4-tTU^;W /fjV7^;7xx;l/]-4-7xXJHH-l, 3, 4-3r* 
D-z?7i?>-5 (6H)-:*>, 
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(93) 2- [2- (3- tf U * ^)VT = J 7i-JH -4-7 x — JU-4H-1. 3. 4-:*^ 
1t^7S?>-5 (6H) -^">, 

(94) 2- (4- tf 'J >?;W-4-73i-;P-4H-l. 3, 4-^1f> ? T^>-5 (6H)-*>, 

(95) N-(2-tfU^;W-[4-7oin;W4H-l. 3. 4-**+^7'> ? >-5 (6H)-*->-2- 

(96) N-(3-tf U vJW - [4-7x-;P-4H-l. 3, 4-^-^it>?T^>-5 (6H) -*>-2- 

(97) N-(4-fc?U ^JW-W-^x— ;i/-4H-l. 3, 4-t+1ty7y>-5 (6H)-:fr>-2- 

(98) 1, 3-y7i-JM-/^JV-4, Fn-1, 2, 4- h U T^>-6 (1H) 

(99) l-7x-;i/-3-(2-h°U i?)V)-A-*^)V-A, Hn-1, 2. 4-h'J7y> 
-6 (1H) 

KJfcfc£©£-*8x^3fr>&t£ ; 7XA7^>^. 401^ ^ 7 £ 

ygem ; hU^^75>^ hUifjV7 5>^ 7 , Qi3i'>^ t°U^> 

tit, tfe>ft£>. 
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o 



r'conhnhr 2 



OA, KlTKjSth'J^ 7j<^b±bUOA, zk^Hb^UOA, h'jxf^ 

3 V i tei&S tc *f b ^fl&tt © $> tl k£ $ n & V > H#: 65 \Z IZM X. &£ 7 
■feh>, 2--7*^y>(MEK, /fJHWh», 3-^>^y>(yX^h 
>h 3-^\^+)-y Xxfj^D kMl^ h», 4-^\^ 0 ^/>(^yntf;i/^-h», 
2, 4-^pWI/-3-^>^/ XS^-r V^°D tf;l/^r h» , *M75 K\ N, N-^* 
^;i/*;VA 7 ^ K (DMF) ,fh7kHD77> (THF) , 1, 2- V s * h ^ ~>x^ > (DME, 

;k :/^ji/x-^;k M>^;k Kix^Jk It&yntfjk. yatf*>^ 
yn^>lxfJk BSK^^K KKx^;k ©S&v^^k js*^ 
yifJk ^K^yntfJk wm^frJL^fr. 1. 4-> ? *+-y->. 1,3-^4- 
V7>, - ho^^X l-^fM-b'n'JHy, ^;^;UX;l^^> hMDMSOK 
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^it^fM^^yyi K (HMPA) , 7th^h>j;k t:U^>, MJX^ 
2. MilR'^tfl)^fOy7yy >mmmz R 2 ^iAtl> (1). 



5£«K A, R 1 , R 2 , R 4 ^3cfc^R 5 «HuI2^«{c:IWl^e^^-ro #SJE«* 
3. §ilR'W^^fD-y7y;>ii^}lR 2 ^iAf^ (2). 



iw, a. r\ r 2 , R 4 a^xsR 5 ^mmmm\zmMm^-r 0 ^KfSfc, 
4. b^sr 2 ^^7;u^>'vS(d^^-, ^s.>&m7i3k. m<tfz> a 




R 




O 



HN ~ N HN ~NH %-\> 

II 1 1 



R' 



l"^R 



Ar- 



Ar-CONHNH 2 



R'^ R" R R" R R" 
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fctt-€-ne>©7K*i«!i, Ties*; (V) Tssns^rn^j^; vgtsmfrs&ra:-?-© 

40 



WO 00/47567 



PCT/JPOO/00799 



tom&&mm* 3)ta^a^ A)&&mm. mmm. ffivkmm. mmm^nmm 

R 2 

Ate&asm^ fiSEH^^fctt^; >nr 3 -e^sn^i r 3 

T^K^t K □ fc: :7 7^>3\M/g* B&SftTV>T*>«i:^T 

"> X » 

R 2 
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1$ nt^T i ^ o 7 U - JI^7^;H, Bft$4vCUT*>J:^7' , J — 

;pt;1/^t— si$nt^Tfe e t:^AT07U-;i'7;^z;n, wmz 

mm^7-ui?7i/j >mmw- (v) tea, huIbus-4. 670, 555 (us- 
4, 782, 066) ^temzm^z ntzit^^^n^. ^r^^u-yy^y >mm 
# (v) tbT*#:W(c«, ^jA^BGiB^p^T^y >mm# (i) tiwut 

&&m* HBttWSK £IBS"U j&^SU /tyZfftL a-~> 3 > 

wfemm. Rmm&m* pnmmm. mm%u mmtmfc£&&m?z>z£:tf'v 
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# u ^->X5=- 1/ u □ tf 1/ >y*D y ^ n# u v— 4? 

- % ^UxfU>^'j3-Jk #>J tfx;i/tfnu KX ;*3MHr;v 
-tu>, y°atf u>^u d-;k > ? 7°nifi/>^u n— yjnf] — 

>xh-jk y;utfyK *sa-fe;wn-^, xm^^i^i:^ 

TH ^Jx.^'Jk*xjl/7^3-JK ^'Jk'xJVx-fJk ^ ^)V±J^u— X, 
x^JHr^n— X, T^lfTxfA, h^#>K if^X ->:n^;/^, kF 

;i/t°D'J ^U7°nkf U>^U xi— ;p - 7t?'j^-^r^x^u> • ynyptf 
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tvr. nmz&vnm-rzz: -rfcti-zmmtizbtzomm-tzm 
mmntisTte. mm&. mn%m&. itm^mizm^m^n^^mmm^ 

frmm&wk v>mnm, yjvn-jvm, &m7)\s^-)vm. 
mm. mmitm. *u-hm mmmmm. m&m. wmte£&mn?z>z\h 

*5£m\zfrfrz>4t&%) (i) &mMtis~a9t I 3--Fz>m'&, -zotizmtemzm 

\£&M* tSWBU WMM. t)Zf-t)Vm, ^uy?nU ho-m ©Aftk 

&mm. tt«s>j, *mm, &#m* &&m* n^zfm. n--> 3 > 

3Jfc£©aH£bTS8FHfcU fi4t5ut^"rf5. *mW\zfrfrZ>mM(D& 

feVKDmm. *zm. • m^Mt «n©i#w 

&«£^K:cfc9&&*#, ^AT*nti, MtlB&fcO 0. Olmg- 2000mgT- 
»SKtt0.1ig- lOOOmg 0 , L < « 0. 5mg ~ 500mg 

JE*T£^THJ60!l (^bfc^Oik, ^-n^(7)7Kfn#3, ^n^^Tfi^g 
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mmm 1 2-(2-b°u ^M-A-^^-ji-m-i 3. 4-^-tr> ? :7> ; >-5 (6H)-^- 



l-D - zu-ym? F^^H 

7>(1:K OOmDig^ig&KlJgflPU 1. \-t})V^-)VV-( ^ ^/-JM9. 90g) £ 
in*., ^jStc:T30^RI«j*l>fc^ 7xz;i/h K7S?>(6. 00g) £Ja*_> 

mit^m. lg, 86%) ^^#fco 

'H-NMR (400MHz, DMS0-d 6 ) ; 5 (ppm) 6. 66-6. 70 (m, 1H) . 6. 70-6. 75 (m, 2H) . 7. 08- 

7. 14 (m, 2H) . 7. 61-7. 64 (m, 1H) . 7. 81-7. 89 to, 1H) . 7. 98-8. 01 (m, 2H) . 8. 65- 

8. 68 (m. Mh 10. 51-10. 54 (m. 1H). 

1-2) 2-(2-bf'J^;i/)-4-7x^i;i/-4H-l. 3. A-jr^-WT is >-5 (6H) 

l-D 3?>|7i ~ ^ b K 7 H ( 10. lg) £ * ^;ux^;i/^r h > 

(250ml) t^»Lv mt^nuT±9-)V(Z. 77ml) £in*ll$P»12m&&afiL;fc:. ^ 
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^y-)A«iL m.&m&m3kWimB.mmi<. ^^n^ttst^p 

Woimmfc (6. 80g, 57X)£f#£. 

'H-NMR (400MHz, CDC1 3 ) ; <5 (ppm) 4. 98 (s, 2H) . 7. 32 (t t, 1H) , 7. 40 (ddd, 1H) . 7. 43- 

7. 49 (m, 2H) . 7. 68-7. 72 (m, 2H) . 7. 79 (ddd. 1H) , 8. 06-8. 09 (m, 1H) . 8. 71- 

8. 74 (m. 1H) . 

^(DMMfcti. 60g) ^Ammymm^)immizxmm^hh, jl#;—)v/ 

f h 7 k F o 7 7 >/Sixf Jl/^ ^S^^ B lt> «efl^4&(6. 51g) fc^fc. 

'H-NMR (400MHz, DMS0-d 6 ) ; 6 (ppm) 5. 04 (s, 2H) . 7. 30-7. 36 (m, 1H) . 7. 45- 

7. 51 (m, 2H) , 7. 56 (ddd, 1H) . 7. 65-7. 70 (m, 2H) > 7. 96 (ddd, 1H) . 7. 99-8. 03 (m, 1H) , 

8. 66-8. 70 (m, 1H) . 
ESI-mass ; 254 (MH + ) 
Ht£ ; 149-150T: 

H«5fl»12 2-(2-H^^-;M-4-7x-;U-4H-l. 3. 4-:fr=Elt> ? 7^>-5 (6H)-*" 



'H-NMR (400MHz. DMS0-d 6 ) ; <5 (ppm) 5. 06 (s. 2H) . 7. 29-7. 35 On. 1H) . 7. 44- 
7. 49 (m, 2H) . 7. 65-7. 69 (m, 4H) . 8. 73-8. 77 (m, 2H) . 9. 17-9. 19 (m. 1H) . 
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mmm 3 2- ( 1- * 3^-2- tf □ u m -4- -7 x - ;u-4H- 1. 3. 3? 

5(6H)-^-> 



'H-NMR (400MHz, DMS0-d B ) ; 6 (ppm) 3. 82 (s, 3H) . 4. 87 (s, 2H) . 6. 07-6. 13 On, 1H) . 

6. 63-6. 68 (m, 1H) . 7. 01-7. 06 (m, 1H) . 7. 23-7. 30 (m. 1H) » 7. 39-7. 48 (m, 2H) , 7. 63- 

7. 71 (m, 2H). 

mmm4 2. 3. A-=5-7=jyv>-% (6H)-^-> 



'H-NMR (400MHz. CDC1 3 ) ; <5 (ppm) 3. 64 (s, 2H). 7. 30-7. 37 (m. 1H). 7. 40-7. 5 Km. 
5H). 7. 53-7. 59 (m. 2H). 7. 87-7. 94 On, 2H). 
ESI-mass ; 269 (MH + ) 

3lMffJ5 2-(2.3->?* h^'>7iZJ|/H-7x^;l/-4H-1.3.4-t^»^7^>- 
5(6H)-^~ > 



'H-NMR (400MHz. DMS0-d 6 ) ; <5 (ppm) 3. 77 (s, 3H) . 3. 82 (s. 3H) . 4. 96 (s. 2H) .7. 12- 
7. 18 On. 2H) . 7. 19-7. 23 On. 1H) . 7. 25-7. 30 On, 1H) . 7. 40-7. 46 On. 2H) . 7. 61- 
7. 65 (m. 2H) . 
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1fe»]6 2-(2-bfD'J;M-4-^ji-;W4H-l. 3. 4-t^fy7 >?>-5 (6H) -^-> 



'H-NMR (400MHz, DMS0-d 6 ) ; 5 (ppm) 4. 88 (s. 2H) . 6. 13-6. 17 (m, 1H) . 6. 58- 

6. 62 (m, 1H) . 6. 93-6. 97 (m. 1H) . 7. 24-7. 30 (m, 1H) . 7. 40-7. 47 (m. 2H) . 7. 72- 

7. 77 (m, 2H) . 

&mm7 2-(2-^7 U;M-4-7j:-;^-4H-1. 3. 4-^-^+h> ? 7> ? >-5(6H)-^- 



'H-NMR (400MHz, DMS0-d 6 ) ; <5 (ppm) 5. 09 (s. 2H) . 7. 3 1-7. 37 (m, 1H) . 7. 46- 

7. 52 (m, 2H) . 7. 66-7. 73 (m, 3H) . 7. 80-7. 85 (m, 1H) . 8. 02-8. 06 (m, 1H) . 8. 09- 

8. 15 to. 2H) . 8. 44-8. 48 (m, 1H). 
ESI-mass ; 304 (MH + ) 

8 2-(6-^;U-2-fcf U ~J )V)-A-7 3i-)V-AH-\,Z A-*=5-WT : J 
5(6H)-^->-^^ 





mm®--. 
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'H-NMR (400MHz, DMS0-d 6 ) ; 6 (ppm) 2. 50 (s. 3H) . 5. 00 (s, 2H) . 7. 29-7. 33 (m, 1H) . 
7. 36-7. 39 (m. 1H) . 7. 43-7. 48 (m, 2H) . 7. 62-7. 66 (m. 2H) . 7. 78-7. 80 (m. 2H) . 

mmm9 t-^> s J^( )V^r^-^^^)V-A-y x.-)i>-4n-i. 3. 4-^-^itv ? 7^> 

5(6H) 



'H-NMR (400MHz, CDC1 3 ) ; 5 (ppm) 4. 86 (s. 2H) . 5. 71 (s, 2H) . 7. 25-7. 31 (m, 1H) , 

7. 38-7. 47 (m, 5H) . 7. 48-7. 62 (m, 3H) . 7. 66-7. 70 (m, 2H) > 7. 85-7. 89 (m, 1H) . 8. 05- 

8. 09 (m. 2H) . 

3m&\ \ 0 2-(2-bf U^Jl/)-4-(2. A-i>y)V^ruyjL~)V)-AYL-\.Z, 4-*tt 
V~7 V >-5 (6H) > -M 



'H-NMR (400MHz, DMS0-d s ) ; 6 (ppm) 5. 08 (s, 2H) . 7. 21-7. 27 On, 1H) . 7. 47 (ddd, 1H) . 
7. 51 (ddd. 1H) . 7. 65 (ddd, 1H) . 7. 86-7. 92 (m, 2H) . 8. 64 (ddd, 1H) . 

mmmi 1 2-(2-eu^;p)-4-->^p^->;w4H-i.3. 4-^-^-^> ? t> : >- 

5(6H)-^->-^Bgjfe 





F 
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'H-NMR (400MHz. DMS0-d 6 ) ; <5 (ppm) 1. 06-1. 22 On. 1H) . 1. 34 (ddt. 2H) . 1. 57- 
1. 83 (m, 7H) . 4. 33-4. 41 (m, 1H) . 4. 81 (s, 2H) . 7. 48 (ddd. 1H) . 7. 87-7. 96 (m. 2H) . 
8. 62 (ddd. 1H) . 
ESI -mass ; 260 (MH + ) 

mmmi 2 2-(2-^aa-4-lfU^;P)-4-7x^Jl/-4H-1.3.4-^1t> ? 7^^ 

-5 (m-*>-m.wtm. 



'H-NMR (400MHz. DMS0-d 6 ) ; 5 (ppm) 5. 50 (s. 2H) . 7. 29-7. 34 (m. 1H) . 7. 44- 
7. 48 fa. 2H) . 7. 63-7. 66 (m. 2H) , 7. 76 (d. 1H) . 7. 78 (s. 1H) . 8. 53 (d. 1H) . 
ESI-mass ; 288 (MH*) 

mmm 1 3 2- (3-* h4^>-2-h°'J z?M -4-7x:rjU-4H-l. 3. A-jrttVTV 
>-5 (6H)-^-> 



■H-NMR (400MHz. CDC 1 3 ) ; 6 (ppm) 3. 95 (s. 3H) . 4. 95 (s. 2H) . 7. 25-7. 29 On. 1H) . 





OMe 
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7. 34-7. 44 (m. 4H) . 7. 70-7. 73 (m, 2H) . 8. 31 (d. 1H) . 

mmmi 4 2-(3-fc KD^->-2-h°U yJM-4-7iZJHH-l. 3.4-^-^^7 
j/>-5 (6H) -^-> 




N 



'H-NMR (400MHz, CDC1 3 ) ; 5 (ppm) 5. 07 (s, 2H) , 7. 26-7. 39 (m. 3H) . 7. 47-7. 51 On. 2H) 
7. 57-7. 60 tin. 2H) . 8. 30-8. 32 (m. 1H) , 10. 51 (s. 1H) . 

^MM 1 5 2-X^U;i/-4-7x-^-4H-l. 3. 4-*ttz?7i?>-S (6H)-^"> 





) 

'H-NMR (400MHz, CDC1 3 ) ; 6 (ppm) 4. 80 (2H, s) . 6. 62 (1H. d) . 7. 28-7. 50 (9H. m) . 
7. 63 (2H. d). 

mmm 1 6 2-f2-(3-eu z?m \i-M-4-7^-)i-m-\. 3. ^ s J7V 

>-5(6H)-^-> 




'H-NMR (400MHz, CDC1 3 ) ; <5 (ppm) 4. 83 (2H, s) . 6. 67 (1H. d) . 7. 30-7. 50 (4H. m) 
7. 63 (2H. m) . 7. 63 (2H, m) . 7. 84 (1H, d) . 8. 57 (1H, d) . 8. 72 (1H, br) . 
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mffiMi 7 2- (2-* h^->7x^)-4-12-^n ; E7iz;H-4H-l. 3. 4-tt 
WT*?>-1 (6H)-^-> 



2- y □ =E 7 jc ~ ;P kF7y >*&^m ( 1 05g) & tf U >/ ^ * 3^U3fr ;U A 7 ^ 
H (1 : 1. 1000ml) ©g^JglifcJgtfU 7k<£T, m-7— V-r;i^ n U K (76. 7g) 
£JP*., MKT— «M«#bfc.. KJfc&£Smx^TaHRb7K, 1N£& 

mizLX. «gfl^4fc(126g, 74*)£*§fc. 

'H-NMR (400MHz, CDC1 3 ) ; <5 (ppm) 3. 88 (s. 3H) . 4. 89 (s. 2H) , 6. 94-6. 99 (m. 2H) . 
7. 25-7. 30 On. 1H) . 7. 39-7. 45 (m, 2H) . 7. 48 (dd, 1H) . 7. 55-7. 59 (m. 1H) . 
7. 69 (dd. 1H) . 

^iEfllll 8 2- (4-~ hP7xZ;H-4-7x^;HH-l. 3. 4-**FW7Z?>- 
5 (6H) -:fr> 



'H-NMR (400MHz. DMS0-d 6 ) ; 6 (ppm) 5. 05 (s. 2H) . 7. 28-7. 34 (m. 1H) . 7. 42- 

7. 49 (m. 2H) . 7. 62-7. 68 On. 2H) . 8. 05-8. 1 1 (m. 2H) . 8. 27-8. 32 (m, 2H) . 

HtBflyi 9 2- (3-~ HD7x^)-4-7i^MH-l. 3. 4-**W7i?>- 
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5(6H)-^> 




'H-NMR (400MHz, CDC1 3 ) ; 6 (ppm) 4. 96 (s, 2H) . 7. 31-7. 37 (m, 1H) . 7. 44-7. 51 fan, 2H) . 

7. 60-7. 66 (m, 1H) . 7. 68-7. 72 (m, 2H) . 8. 26-8. 30 (m, 1H) . 8. 31-8. 35 (m, 1H) . 8. 75- 

8. 77 On. 1H) . 

mffi.M2 0 2- (2-- bn 7i- )V) -4-7iZ ;U-4H-1. 3. 4-^-^rij-^T> ? >- 
5(6H) 



'H-NMR (400MHz. CDC1 3 ) ; 6 (ppm) 4. 82 (s, 2H) , 7. 28-7. 34 (m. 1H) . 7. 43-7. 48 (m, 2H) . 

7. 62-7. 72 (m. 4H) . 7. 81-7. 85 (m. 1H) . 7. 95-7. 99 fan. 1H) . 

&MM2 1 2-(4-^;i/^U— JD-4-7 :r — ;i/-4H-l. 3. 4-^+>-> ; 7> ; >- 

5(6H)-:fr> 



'H-NMR (400MHz. DMS0-d 6 ) ; <5 (ppm) 3. 38-3. 44 (m. 4H) . 3. 60-3. 66 (m. 4H) > 
5. 00 (s. 2H) . 7. 08-7. 13 (m. 1H) . 7. 14-7. 19 (m. 2H) . 7. 33-7. 39 fan. 2H) . 
ESI-mass ; 262 (MH*) 

^MffiJ2 2 2-'>^D^\^->;i/-4-7^-;i/-4H-1.3.4-^-^1t> ? T> ; >-5(6H)- 
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'H-NMR (400MHz, CDC1 3 ) ; <5 (ppm) 1. 16-1. 36 (m, 3H) . 1. 40-1. 52 (m, 2H) . 1. 64- 
1. 72 (m, 1H) . 1. 76-1. 84 (m, 2H) . 1. 90-1. 99 (m. 2H) . 2. 34 (tt. 1H) . 4. 65 (s, 2H) . 
7. 21-7. 26 On. 1H) . 7. 37-7. 41 (m. 2H) . 7. 63-7. 67 (m, 2H) . 

%mm2 3 2-> ? ^^;U7ay-4-7x-;l/-4H-l. 3.4-^-^-tj-^7^>-5(6H)- 

Me 




'H-NMR (400MHz, DMS0-d 6 ) ; <5 (ppm) 2. 87-2. 94 (m, 6H) . 4. 95 (s. 2H) . 7. 06- 
7. 12 (m, 1H) . 7. 13-7. 18 (m. 2H) . 7. 32-7. 37 (m. 2H) . 

mt&M2 4 2-jy^^)l7^ /-4-7x ~;l/-4H-l. 3. 4-^7 VT y>-5 (6H) 
> 

Me 

Me^ Y S \ 




'H-NMR (400MHz, CDC1 3 ) ; 6 (ppm) 2. 99 (s. 6H) . 3. 61 (s. 2H) . 7. 16-7. 21 (m. 1H) . 
7. 32-7. 38 (m. 2H) . 7. 50-7. 54 (m. 2H) . 

2 5 2- (2.6-^^ h^->7x-;l/)-4-^ji-;l/-4H-l. 3. A-ttWT 

(6H)-^-> 
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OMe N^X 0 




■H-NMR (400MHz, DMS0-d 6 ) ; 6 (ppm) 3. 78 (s, 6H) . 4. 85 (s, 2H) . 6. 73 (d. 2H) . 7. 23- 
7. 28 (m, 1H) . 7. 37-7. 45 (m, 3H) . 7. 53-7. 57 On. 2H) . 

mmm2 6 2- (2-* v*^? -a- u-y )V*U7 ^-m 3.4-a- 

^^7y>-5 (6H)-^> 




'H-NMR (400MHz, CDC 1 3 ) ; 6 (ppm) 3. 89 (s, 3H) . 4. 88 (s, 2H) . 6. 94-7. 00 (m. 2H) . 
7. 16-7. 26 (m, 2H) . 7. 32-7. 39 (m, 1H) , 7. 41-7. 46 (m, 1H) . 7. 47-7. 53 On. 1H) . 7. 53- 
7. 56 (m. 1H) . 

^mM2 7 2-7 x.ZL ;i/-4-->/7 P^\^'>;U-4H-1.3.4-^-^-tj-i^7v>-5(6H)- 

'"A 





'H-NMR (400MHz, DMS0-d 6 ) ; 5 (ppm) 1. 1 1-1. 20 (ra. 1H) . 1. 26-1. 40 (m. 2H) . 1. 50- 
1. 83 (m. 7H) . 4. 3 1-4. 40 (m, 1H) . 4. 79 (s, 2H) . 7. 43-7. 52 (m. 3H) . 7. 77-7. 82 (m. 2H) 
ESI-mass ; 259 (MH*) 
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(6H) 



'H-NMR (400MHz. DMS0-d 6 ) ; 5 (ppm) 1. 02-1. 15 (m, 1H) . 1. 25-1. 38 (m, 2H) , 1. 55- 
1. 68 (m, 5H) . 1. 71-1. 80 (m, 2H) . 3. 80 (s. 3H) . 4. 29-4. 38 (m, 1H) . 4. 68 (s, 2H) . 
6. 99 (ddd, 1H) . 7. 10 (d. 1H) . 7. 42-7. 49 (m, 2H) . 
ESI-mass ; 289 (MH*) 

mmm2 9 2- o-eu ^M-^-y^-ji-m-i 3. ^^y7y>-5 (6H)-*- 



'H-NMR (400MHz. DMS0-d 6 ) ; <5 (ppm) 5. 05 (s. 2H) . 7. 28-7. 33 (m, 1H) . 7. 44- 
7. 48 (m, 2H) . 7. 61 (t. 1H) . 7. 66-7. 69 (m. 2H) . 8. 30 (d. 1H) . 8. 74 (d, 1H) . 
9. 06 (s. 1H) . 

mMM3 0 l-Z> ^~)WA-{l-^u^y ^-M-m-VZA-^^VTVy- 
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'H-NMR (400MHz. CDC1 3 ) ; 5 (ppm) 4. 94 (s. 2H) . 7. 28-7. 33 (m. 1H) . 7. 38-7. 49 fa. 5H) . 
7. 71 (d. 1HK 7. 87-7. 90 (m. 2H). 

mmm3 1 2-(2-^x~jl/)-4-:7x-;i-4H-l. 3. 4-^^> ? 7> ; >-5(6H)-:3- 
> 

1 

'H-NMR (400MHz. CDC1 3 ) ; 5 (ppm) 4. 86 (2H, s) . 7. 08 (1H. m) . 7. 30 (1H. t) . 7. 40- 
7. 50 (3H. m).7. 56 (1H, s) . 7. 70 (2H. d) . 

ggffig.#i] 3 2 2-^>v ? ;i/-4-7 3i-;V-4H-l. 3. 4-^-t>-> ? 7^>-5 (6H)-^-> 






'H-NMR (400MHz. CDC1 3 ) ; 6 (ppm) 3. 64 (2H. s) . 4. 63 (2H. s) . 7. 25-7. 45 (8H. n) . 
7. 63 (2H, d) . 

WJ3 3 2-(2-b:U^;i/)-4-(2-^n^^xr.;i/)-4H-l. 3. A-ttWTi? 
>-5 (6H)-^> 




N ^ 1 



N O 
Br 




'H-NMR (400MHz, CDC 1 3 ) ; 6 (ppm) 5. 02 (2H. s) . 7. 30-7. 50 (4H, m) . 7. 70 (1H. d) . 
7. 76 (1H, 0.7. 99 (1H. d) . 8. 70 OH. d) . 

mmm3 4 2- (2-bTU -J)V) -4- (2-7 )l*U7 3L~)ls) -4H-1. Z. 4-*tti?7 
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>?>-5 (6H) 




'H-NMR (400MHz, CDC1 3 ) ; <5 (ppm) 5. 02 (2H, s) . 7. 20-7. 30 (2H. m) . 7. 36-7. 43 (2H, m) . 

7. 50 (1H, t) . 7. 77 (1H, t) . 8. 00 (1H, d) . 8. 72 (1H, d) . 

mmM3 5 2-(2-tfU^)-4-(2-^ h^>7x-;P)-4H-l. 3. 

5?>-5 (6H)-^-> 



'H-NMR (400MHz, CDC 1 3 ) : 6 (ppm) 3. 85 (3H, s) . 5. 00 (2H. s) . 7. 00-7. 10 (2H, m) . 

7. 34-7. 43 (3H. m) . 7. 72 (1H, t) . 7. 98 (1H, d) . 8. 70 (1H. d) . 

mMM3 6 2-7:c-JU-4-(2— >7V 7i-^)-4H-l. 3. A-ttWTVy- 

5(6H)-^-> 



Receuil des Travaux chimiques des Pays Bas. 1929,48.417. tC^oT-g-tfc 
Lfc2-7x— JU-4H-1. 3, A-ttWTity-S (6H)-^"> 7. 01g<h, 2-:/d^> 
V— h'J;P 14. 67g£l. 2->'^PP^>-tf> lOOmHcigflSLfclt, Stgtfj'J^A 
11. 85gt^ 5. 15g£Jn*_, ^L<^b7^^^190 < CT-2B#r B 1in^Lfc o 

-etttnt&* R^m^mzh^. s^x^T&tiiu ^fe*fo&mm\sit<o-*>. 
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?-;i//^it>^e>^^LT, afgrt^ft 1. 12g(JR$510X) &nfr 0 
'H-NMR (400MHz, CDC1 3 ) ; <5 (ppm) 4. 94 (s, 2H) . 7. 39-7. 51 On. 4H) . 7. 65-7. 74 (m, 2H) . 
7. 77-7. 80 (m, 1H) , 7. 91-7. 95 (m, 
j»£ ; 148-149T; 

3£MM3 7 2-7xx;W4-(2-x h □ 7xx;i/) -4H-1. 3. A-^r^-^ s J7 9 J>- 
5(6H)-:fr> 



'H-NMR (400MHz, DMS0-d 6 ) ; 6 (ppm) 5. 06 (s, 2H) , 7. 45-7. 57 (m, 3H) . 7. 62- 
7. 68 (m, 1H) , 7. 77-7. 89 (m, 4H) » 8. 06 (dd, 1H) . 
ESI-mass ; 298 (MH + ) 

^mM3 8 2-73ix;i/-4-(2-brU^;U)-4H-l. 3. 4-^-»> ? 7^>-5(6H)-^- 



'H-NMR (400MHz, DMS0-d 6 ) ; 5 (ppm) 5. 04 (s, 2H) . 7. 40-7. 52 (m, 4H) . 7. 61 (d, 1H) . 
7. 82-7. 84 (m, 2H) . 7. 97 (td, 1H) . 8. 56 (dd, 1H) . 

mmrns 9 2-7*-)i-4-iz-]zvi;)i)-m-L3.4-ttV¥7zs>-sm)-* 





WO 00/47567 PCT/JPOO/00799 




.N 

'H-NMR (400MHz, DMS0-d 6 ) ; 5 (ppm) 5. 08 (s, 2H) . 7. 48-7. 58 (m, 3H) . 7. 72- 

7. 79 (m, 1H) . 7. 91-7. 94 On. 2H) . 8. 40-8. 49 (m, 1H) , 8. 60-8. 61 (m. 1H) . 9. 12 (s. 1H) 

mmM4 0 2-^x-;i/-4-(3-'>7y-2-bfU^;M-4H-l. 3. 4-^y7^: 




'H-NMR (400MHz, DMS0-d 6 ) ; <5 (ppm) 5. 18 (s, 2H) . 7. 46-7. 50 (m, 2H) . 7. 52- 
7. 57 (m, 1H) , 7. 73 (dd, 1H) . 7. 82-7. 85 (m. 2H) . 8. 56 (dd. 1H) , 8. 89 (dd, 1H) . 
mffiM4 1 2-7xZJH-(2-b KD^'»^7xz;M-4H-l. 3. 
z?TV>-$ (6H)-a-> 




'H-NMR (400MHz, CDC1 3 ) ; 6 (ppm) 2. 70 (brs, 1H) . 4. 59 (s, 2H) . 4. 93 (s, 2H) . 7. 37- 
7. 50 (m. 6H) , 7. 56-7. 60 (m, 1H) . 7. 84-7. 87 (m, 2H) . 

mMM4 2 2-7x-;i/-4-(2-~>7y-3-bfU v;i/)-4H-l. iA-ttWT *?: 

-5 (6H) -*>-mmi& 
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HC1 Ar CN 

'H-NMR (400MHz. DMS0-d 6 ) : 6 (ppm) 5. 15 (s. 2H) . 7. 47-7. 57 On, 3H) . 7. 86- 
7. 88 (m, 2H) . 7. 92 (dd, 1H) . 8. 28 (dd. 1H) , 8. 75 (dd. 1H) . 

mi$.M4 3 2--7j:^:;1/-4-(2-^X-;M-4H-1. 3, 4-*ttZ?7i?>-S (6H) -3r 
> 




'H-NMR (400MHz. CDC 1 3 ) ; 6 (ppm) 4. 91 (s. 2H) . 6. 98 (dd. 1H) . 7. 02 (dd. 1H) . 7. 43- 
7. 52 On. 4H) . 7. 96-8. 00 On. 2H) . 

mmM4 4 2-:7rc-JU-4-(3-5Px-;M-4H-l. 3. 4-ttW7i?>-5 MY)-* 
> 




s 



"H-NMR (400MHz, CDC1 3 ) ; 6 (ppm) 4. 85 (s. 2H) . 7. 31 (dd. 1H) . 7. 41-7. 51 (m. 3H) . 
7. 66 (dd, 1H) > 7. 77 (dd. 1H) . 7. 94-7. 97 (m. 2H) . 

mmM4 5 2-7^-;U-4-(4-: /7;7x-JVHH-1.3,4-Wy7y> 
5(6H)-^-> 
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N O 



CN 

'H-NMR (400MHz, CDC1 3 ) ; 6 (ppm) 4. 90 (s, 2H) . 7. 44-7. 55 (m, 3H) . 7. 72-7. 75 (m. 2H) . 
7. 94-7. 97 (m, 2H) . 8. 03-8. 06 On, 2H) . 

H»J4 6 2-7x-;M-(3-y7/7x-^)-4H-I. 3. A-^r^jy7V>- 
5 (6H)-:fr> 




i 

N O 




CN 



'H-NMR (400MHz, CDC1 3 ) ; 5 (ppm) 4. 90 (s, 2H) . 7. 44-7. 57 (m, 5H) . 7. 94-7. 97 (m, 2H) . 
8. 13-8. 16 (m, 1HK8. 18-8. 19 (m, 1H). 

g&fifefl»J4 7 2-7x-;H- (2-y7/-3-fXZ^) -4H-1. 3. 4-t^1ty7^> 
-5 (6H)-^-> 




'H-NMR (400MHz, CDC1 3 ) ; 6 (ppm) 4. 89 (s, 2H) . 7. 43-7. 50 On. 3H) . 7. 54 (d, 1H) . 
7. 77 (d, 1H) . 8. 06-8. 09 (in, 2H) . 

mMM4 8 2-(2-b Ko^:7x~;i/)-4-{2-:/n^7x-;U)-4H-l. 3. 4-3" 
^y7y>-5 (6H) -JrXV^tic 
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Br 



mmmi iT-ntzt-u.-* h=¥->y -a- n-^u^y ^-m -4h- 

1, 3, 4-^^+)-^7^>-5 (6H)-^->(91. Og) £i£fc^l/>(1000ml) fcig#U 

7k#Ti. ^\E.mt^uM/^it^^-vymm (9oomi) zmmfrrtxmTL. £ 

SHU Cromatorex NflyU*yj^DT^77^-(M/fl/»T^bfe. 
(62. 8g, 74%) £*#fc 0 

'H-NMR (400MHz, CDC 1 3 ) ; 6 (ppm) 4. 99 (d, 2H) . 6. 90-6. 98 (m, 2H) . 7. 32-7. 42 (m. 2H) . 
7. 43-7. 50 (m. 2H) . 7. 70-7. 76 (m, 2H) . 10. 23 (s. 1H) . 

mmm4 8 tmmzLx. u~fcommm4 9^1,5 3©^4*i^^bfc. 

%flSflil4 9 2-(2-b Ha^'>^^-;M-4-7 3i-^-4H-l. 3. A-ir*c*rVT 
S?>-5 (6H)-^-> 



'H-NMR (400MHz, CDC1 3 ) ; 5 (ppm) 4. 94 (s, 2H) . 6. 91-6. 97 (m. 2H) . 7. 00 (d, 1H) . 
7. 32-7. 43 (m. 2H) . 7. 47 (t. 2H) , 7. 57-7. 63 (m, 2H) , 7. 73 (dd, 1H) . 10. 59 (s, 1H) . 
jj»>J5 0 2-7xZJH-(2-b HD^y7x^;i/)-4H-l, 3. 4-^+^7^ 
>-5 (6H)-^-> 
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'H-NMR (400MHz, CDC1 3 ) ; 6 (ppm) 4. 98 (s, 2H) , 7. 02-7. 07 (m, 1H) . 7. 1 1 (dd, 1H) . 
7. 26-7. 32 (m. 1H) . 7. 42-7. 47 (m, 2H) , 7. 49-7. 54 (m. 1H) . 7. 58 (dd, 1H) , 7. 90- 
7. 95 (m, 2H) 

ESI-mass ; 269 (MH + ) . 

WJ5 1 2-(2-b FP^y7 xZ;l/H-(2-7^tD7 xZJl/)-4H-1.3.4-t 
V >-5(6H)-^" > 



'H-NMR (400MHz, CDC1 3 ) ; 6 (ppm) 4. 99 (s, 2H) . 6. 92-6. 99 (m, 2H) . 7. 21-7. 30 (m, 2H) . 
7. 36-7. 45 (m. 2H) . 7. 46-7. 52 (m, 1H) . 7. 72 (dd, 1H) . 10. 30 (s, 1H) . 
HMffiJ5 2 2-(2-b HD^S/7xHJU)-4-(4-7;b^-D7x^:Jl/)-4H-l,3.4-^- 
7 V s >-5(6H)-^- > 



'H-NMR (400MHz, CDC 1 3 ) ; 6 (ppm) 4. 93 (s, 2H) . 6. 95 (ddd. 1H) , 7. 00 (dd. 1H) .7. 13- 
7. 19 fan. 2H) , 7. 37-7. 43 (m, 1H) . 7. 54-7. 60 (m, 2H) . 7. 72 (dd, 1H) . 10. 47 (s, 1H) . 
mmms 3 2-(2-kHD^->7i-^-4-l2. )VJruy ^-)V)-W- 
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1. 3. 4-^-^7^ >-5 (6H)-3-> 




'H-NMR (400MHz, CDC 1 3 ) ; 5 (ppm) 4. 99 (s, 2H) . 6. 92-7. 04 (m, 4H) . 7. 39 (ddd. 1H) . 
7. 44-7. 50 (m, 1H) . 7. 72 (dd, 1H) . 10. 20 (s. 1H) . 

mmmS 4 2-[2-(2-y^fJl/7S y)X h^y 7x-JH-4-(2-^n : E7i> 
;i/)-4H-l 5? 7 >-5(6H)-^- > • jfcgig 



^8600 4 8 (60. Og) £N. N-y^W^yifJ^D'J K (37. 2g)£>^3^ 
m7 5 H (1000ml) KigflPU 60*0 KT^K* U £A (35. 8g) £;!«*.— Hfe8l# 

(50. 6g, 70%) £f#fco 31 (4. 78g) &4Nm.Wt/&&^3 L )\'&fe\ZTm.ffl& 

£U I^y-Jl,/yIfJ!/l-fM^S^ B B B lT. Hlgirt;£#J (4. 80g) 
fc. 

'H-NMR (400MHz. CDC1 3 ) ; 5 (ppm) 2. 32 (s, 6H) . 2. 73 (t, 2H) ,4-13 (t, 2H) . 4. 89 (s, 2H) . 

6. 93-7. 00 (m, 2H) . 7. 27-7. 31 (m, 1H) . 7. 38-7. 44 (m. 2H) . 7. 48 (dd. 1H) . 

7. 58 (dd, 1H). 7. 70 (dd, 1H). 
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'H-NMR (400MHz. DMS0-d 6 ) ; 6 (ppm) 2. 77 (s. 6H) . 3. 45-3. 52 (m. 2H) . 4. 41 (t. 2H) . 
5. 04 (s. 2H) . 7. 06-7. 1 1 (m. 1H) . 7. 18-7. 22 On, 1H) . 7. 42 (ddd, 1H) . 7. 51- 
7. 59 On. 4H) . 7. 80 (dd, 1H) . 
ESI-mass ; 418, 420 (MH + ) 
§6* ; 169-170-0 

HJ609 5 4 tmWZ^X, &rf<D2&&M5 Steals 7 7<ZMt£-«&£-&j£bfc. 
mmmS 5 2-[2-(4-bfU^;M ^ h^y7xZ;M-4-7x-;MH-l. 3. 
^-th> ? 7y>-5 (6H)-^-> 



•H-NMR (400MHz, DMS0-d 6 ) ; 6 (ppm) 4. 97 (s. 2H) . 5. 24 (s, 2H) . 7. 07 (dd, 1H) . 
7. 21 (d, 1H) . 7. 27-7. 32 (m, 1H) . 7. 37-7. 43 (m. 4H) . 7. 51 (ddd, 1H) . 7. 57- 
7. 6 1 (m, 2H) . 7. 66 (dd. 1H) . 8. 40-8. 43 (m. 2H) . 

mifaM5 6 2-{2-C2-(4-^;Ut^U -;U)X h^'>]7a:-;^}-4-7 3i— JU-4H- 

i vrv >-5(6H)-a- > • w&m. 



mmfc : 

'H-NMR (400MHz, CDC1 3 ) ; 6 (ppm) 2. 50-2. 56 (m. 4H) . 2. 82 (t. 2H) . 3. 65-3. 72 (m, 4H) . 
4. 18 (t, 2H) . 4. 84 (s, 2H) . 6. 95-7. 04 (m, 2H) . 7. 25-7. 31 (m, 1H) . 7. 39-7. 46 On. 3H) . 
7. 59 (dd. 1H) . 7. 69-7. 74 On. 2H) . 
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3zmM5 7 2-f2-(2-HU> ? ;i')* h^y7x_;H-4-7iZjMH-1.3,4-t^ 
-fr V- 7 V >-5(6H)-^- > • 



'H-NMR (400MHz, DMS0-d 6 ) ; <5 (ppm) 4. 93 (s, 2H) . 5. 24 (s, 2H) , 7. 06 (dd, 1H) . 7. 22- 

7. 33 (m, 3H) . 7. 36-7. 43 (m, 2H) . 7. 47-7. 54 (m. 2H) . 7. 57-7. 68 (m, 4H) » 8. 53- 

8. 57 (m, 1H) . 

mmms 8 2-r2-(3-fcfUS?Jl/);* h^'>7i-JVH-7i^HH-l,3,4-t^ 
+h y T v >-5(6H)-^- > • 



'H-NMR (400MHz, CDC1 3 ) ; 8 (ppm) 4. 76 (s, 2H) , 5. 16 (s, 2H) . 7. 04-7. 09 (m, 2H) . 
7. 22 (dd. 1H) . 7. 24-7. 29 (m, 1H) > 7. 34-7. 40 (in. 2H) , 7. 44-7. 50 (m, 1H) . 7. 59- 
7. 64 (m, 2H) . 7. 66 (dd. 1H) . 7. 78 (ddd. 1H) , 8. 59 (dd, 1H) . 8. 69 (d, 2H) . 

5 9 2-{2-r2-(l-h°^U S?;U)X K^yl7xZ )Vh4-y^=. ;U-4H-1.3,4- 
v >-5(6H)-^-> 
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'H-NMR (400MHz. CDC1 3 ) ; 6 (ppm) 1. 38-1. 46 (m, 2H) . 1. 54-1. 61 (m. 4H) . 2. 43- 
2. 53 to, 4H) . 2. 80 (t. 2H) > 4. 18 (t. 2H) . 4. 84 (s. 2H) . 6. 96-7. 01 On. 2H) . 7. 24- 
7. 30 to, 1H) . 7. 39-7. 46 (m. 3H) . 7. 56-7. 60 (m. 1H) . 7. 70-7. 74 (m, 2H) . 
mffiM6 0 2-l2-r2-(l-b e aU^-;i/)x h^>1 7in;H-4-7xzJh4H- 
1. 3. A-Or*W7 s J>-S (6H)-^> 



'H-NMR (400MHz. CDC1 3 ) ; 6 (ppm) 1. 65-1. 83 (m, 4H) , 2. 57-2. 68 (m, 4H) . 2. 97 (t. 2H) . 
4. 20 (t. 2H) . 4. 84 (s. 2H) . 6. 93 (d, 1H) , 7. 02 (d. 1H) . 7. 27 (t. 1H) . 7. 38-7. 46 (m. 3H) . 
7. 57-7. 62 to. 1H) . 7. 72 (d. 2H) . 

mmme 1 2-[2-(2-^^;P7$/xh^-»:7 3i— jph-7i>jhh- 

1 .3.4- rt^r-fr ~J~7 V >-5(6H)-^- > • jfrgg jfi 



'H-NMR (400MHz. CDC1 3 ) ; <5 (ppm) 2. 31 (s. 6H) . 2. 76 (t, 2H) , 4. 13 (t, 2H) . 4. 83 (s, 2H) . 

6. 97-7. 03 to. 2H) . 7. 25-7. 30 (m, 1H) . 7. 40-7. 46 (m. 3H) . 7. 59 (dd. 1H) . 7. 70- 

7. 74 to. 2H) . 





1 .3.4- ^-tJ- -/7y >-5(6H)-^- > • 
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: 

'H-NMR (400MHz, CDC1 3 ) ; <5 (ppm) 2. 00 (dd, 2H) . 2. 44 (t, 2H) . 4. 10 (t, 2H) . 
4. 83 (s. 2H) . 6. 97-7. 01 (m. 2H) . 7. 27 (t, 1H) . 7. 40-7. 45 On, 3H) . 7. 59 (dd. 1H) . 
7. 70-7. 75 (m. 2H) . 

mMM6 3 2- l2-f3-(l-fcf^'J ~J-)V) ya^y] 7 =.~M-A-7 
4H- 1. 3. 4-^^U-y7y >-5 (6H) > • ifiifeJte 




'H-NMR (400MHz. CDC1 3 ) ; 6 (ppm) 1. 37-1. 46 (m. 2H) . 1. 53-1. 60 (m, 4H) . 2. 01 (dd, 2H) . 
2. 30-2. 40 (m, 4H) . 2. 46 (t, 2H) . 4. 08 (t. 2H) . 4. 83 (s. 2H) . 6. 95-7. 00 (m, 2H) . 
7. 27 (t. 1H) . 7. 39-7. 46 (m. 3H) . 7. 58 (dd, 1H) , 7. 72 (d, 2H) . 
^ffiM6 4 2-7xZUl/-4-{2-[2-(4-^EJl/^U ~ JU)X h ^>]7 x ~ ;H~4H- 
1 t ZA-**WT is >-5(6H)-^- > • J£BgJ& 
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'H-NMR (400MHz. CDC1 3 ) ; <5 (ppm) 2. 40-2. 56 fa. 4H) . 2. 74 (t, 2H) , 3. 50-3. 60 fa, 4H) . 
4. 18 (t. 2H) . 4. 89 (s. 2H) . 6. 99-7. 04 (m, 1H) . 7. 06 (ddd, 1H) . 7. 34-7. 42 On, 4H) . 
7. 42-7. 47 (m, 1H) , 7. 84-7. 89 fa. 2H) . 

5 2-^3i-;W-4-r2-(2-> ? ^^;l/75yxh^-» 7i^;M-4H- 
1. 3. 4-ttWTz?>-5 (6H) -:fr>-ifflgJffi 



M# : 

'H-NMR (400MHz, DMS0-d 6 ) ; 6 (ppm) 2. 09 (s, 6H) » 2. 52 (t, 2H) . 4. 06 (t, 2H) . 

4. 96 (s. 2H) , 7. 03 (ddd. 1H) , 7. 16 (d. 1H) . 7. 34 (dd. 1H) . 7. 36-7. 52 fa. 4H) . 7. 73- 

7. 78 (m. 2H) . 

Hflfifftf 6 6 2-[2-(2-y/5 1 jl/75 y X h^y)7x_Jl/]-4-(2-7^tQ7x- 
;i/)-4H-l v 5 >-5(6H)-^- > • ^Bgjfe 



'H-NMR (400MHz. CDC 1 3 ) ; 5 (ppm) 2. 32 (s, 6H) , 2. 74 (t. 2H) . 4. 13 (t. 2H) > 4. 90 (s. 2H) . 

6. 95-7. 00 fa. 2H) , 7. 16-7. 26 fa. 2H) . 7. 33-7. 44 fa, 2H) . 7. 48-7. 53 (m, 1H) . 

7. 55 (dd. 1H). 

mMM6 7 2-(2-[2-(4- : EM'J-Jl')Xh4 1 yl7x-Jl/H-(2-7;l/t07x 
~ ;U)-4H-1 ,3.4-^-^-tl- y7 >-5(6H)-^- > • i£gg 
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'H-NMR (400MHz, CDC1 3 ) ; 5 (ppm) 2. 50-2. 56 (m, 4H) , 2. 80 (t, 2H) . 3. 66-3. 73 (m, 4H) . 
4. 17 (t, 2H) . 4. 90 (s, 2H) . 6. 93-6. 97 (m. 1H) . 6. 99 (ddd, 1H) . 7. 17-7. 26 (m, 2H) . 
7. 34-7. 39 (m, 1H) . 7. 42 (ddd, 1H) . 7. 47-7. 52 (m, 1H) . 7. 55 (dd, 1H) . 
mWM6 8 2- 12- T2- (4-^;^ U — JMl^v] 7x^1-4-12-^^71 
-4H-1. 3. 4-^-^-t)-> ? T> ? >-5 (6H)-:fr>-%ffi£ 




'H-NMR (400MHz, CDC1 3 ) ; <5 (ppm) 2. 48-2. 57 (in, 4H) . 2. 80 (t, 2H) . 3. 65-3. 73 (m, 4H) . 

4. 17 (t. 2H) . 4. 90 (s. 2H) . 6. 92-6. 96 (m. 1H) . 6. 98 (ddd. 1H) . 7. 27-7. 31 (m. 1H) . 

7. 38-7. 44 (m, 2H) . 7. 48 (dd, 1H) . 7. 58 (dd, 1H) . 7. 70 (dd. 1H) . 

^M&\6 9 2-f2-r2-(4- ; EJU^'Jn;U)xh4 1 ->l7 3i^:Jb}-4-'>^a^ : ^'>^- 

4H-1.3,4-^-^^T^>-5(6H)-^->-m^ 




'H-NMR (400MHz. DMS0-d 6 ) ; <5 (ppm) 1. 03-1. 15 On, 1H) . 1. 25-1. 39 (m, 2H) . 1. 55- 
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1. 70 (m, 5H) . 1. 70-1. 80 (m. 2H) . 2. 40-2. 46 (m, 4H) , 2. 70 (t, 2H) . 3. 50-3. 58 (m, 4H) . 
4. 12 (t, 2H) . 4. 30-4. 39 (m. 1H) . 4. 70 (s, 2H) . 6. 96-7. 01 (m, 1H) . 7. 10-7. 15 (m. 1H) . 
7.41-7. 47 (m, 2H) . 

mifcM7 0 2-{2-[2-(4-^E;i/fr U ~;i/)X h^y]7xZ^H-(4-7Ma7 x. 
- ;M-4H-l,3,4-:fr=fc 13" VT V >-5(6H)-^- > • mfci& 




mmw : 

'H-NMR (400MHz, DMS0-d 6 ) ; 5 (ppm) 2. 37-2. 46 (m, 4H) » 2. 69 (t, 2H) » 3. 47- 

3. 54 (m, 4H) . 4. 14 (t, 2H) . 4. 93 (s, 2H) . 7. 00 (ddd. 1H) . 7. 15 (d, 1H) . 7. 23- 

7. 30 (m, 2H) . 7. 45-7. 50 (m, 1H) . 7. 54 (dd, 1H) . 7. 63-7. 69 (m. 2H) . 

mffiM7 1 2-{2-[2-(4- : E;^'JZj|/)Xh^y]7xrjl/H-(2,4-y7J^n7 

3: ~ ;i/)-4H- 1 ,3 V T >-5(6H)-:fr > • ffiBSifi 




T&Mfo : 

'H-NMR (400MHz, DMS0-d 6 ) ; 6 (ppm) 2. 37-2. 46 (m, 4H) . 2. 67 (t. 2H) , 3. 46- 
3. 54 (m, 4H) . 4. 12 (t, 2H) . 4. 98 (s, 2H) . 6. 98 (ddd. 1H) . 7. 13 (d, 1H) . 7. 18- 
7. 24 (m, 1H) . 7. 42-7. 50 (m, 3H) . 7. 61 (ddd, 1H) . 

^Mmi 2 2-[3-(2-b Fd^>X h^-»-2-h°U i?JM-4-7iZJHH-l,3,4- 
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i>r**f y7y >-5(6H)-^- > 



HO 




'H-NMR (400MHz, CDC1 3 ) ; 6 (ppm) 2. 57 (t. 1H) , 3. 83-3. 87 (m, 2H) . 4. 19-4. 21 (m. 2H) . 
4. 98 (s. 2H) . 7. 3 1-7. 48 (m, 5H) . 7. 62-7. 65 (m. 2H) . 8. 36-8. 38 (m, 1H) . 
mmM7 3 2-l3-[2-(4-^;^U-;V)xh^'>1-2-b:'J> ? ;M-4-7^njU- 
4H- 1. 3. 4-^-fr >-5 (6H) > • Xi£^:& 



'H-NMR (400MHz, DMS0-d 6 ) ; 6 (ppm) 3. 00-3. 1 1 (m, 2H) . 3. 35-3. 43 (m. 2H) . 3. 49- 
3. 56 On. 2H) . 3. 60-3. 68 (m. 4H) . 4. 52-4. 58 (m, 2H) . 5. 04 (s, 2H) . 7. 28-7. 33 (m, 1H) . 
7. 43-7. 47 (m, 2H) . 7. 56-7. 60 (m, 3H) , 7. 70 (dd, 1H) . 8. 27 (dd, 1H) . 
mmm7 4 2- 13- T2- ( l- U X h^->1-2-h°'J y;M-4-7i-JHH- 
1. 3. 4-itr*WTV>-S (6H) -?!->•— 



'H-NMR (400MHz, DMS0-d 6 ) ; <5 (ppm) 1. 10-1. 23 (m. 2H) . 1. 49-1. 71 (m, 4H) . 2. 76- 
2. 87 (m. 2H) . 3. 25-3. 49 (m. 4H) . 4. 5 1-4. 55 (m. 2H) . 5. 03 (s. 2H) . 7. 28-7. 32 On, 1H) . 
7. 42-7. 47 (m, 2H) , 7. 55-7. 60 (m. 3H) . 7. 70 (dd. 1H) . 8. 27 (dd. 1H) . 

5 2-l3-f2-(l-tfa'J^r:;Mxh^y1-2-br'J^JH-4-7x-;i/- 
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4H-1. 3. 4-^+^7 v>-5 (6H) 




'H-NMR (400MHz, DMS0-d 6 ) ; 6 (ppm) 1. 60-1. 77 tin, 4H) . 2. 89-2. 98 tin, 2H) , 3. 40- 
3. 49 tin. 2H) . 3. 5 1-3. 59 tin. 2H) > 4. 46-4. 48 tin. 2H) . 5. 03 (s, 2H) . 7. 27-7. 32 tin, 1H) . 
7. 42-7. 48 tin, 2H) % 7. 55-7. 60 tin. 3H) > 7. 71 (dd. 1H) . 8. 27 (dd, 1H) . 
3mm 7 6 2-l3-r2-(l-^^;i/-2-bfaU> ? -;i/)xh^->l-2-tfU> ? ;H-4- 
7 3i - JU-4H- 1. 3. A-ttWT i? >-5 (6H) > • 



'H-NMR (400MHz. DMS0-d 6 ) ; 5 (ppm) 1. 60-2. 35 tin. 6H) . 2. 51 (s, 1. 5H) . 2. 70 (s, 1. 5H) . 
2. 81-3. 49 tin, 4H) . 4. 83-4. 94 tin, 1H) , 5. 00 (s, 1H) . 5. 03 (s, 1H) . 7. 25-7. 33 tin, 1H) . 

7. 42-7. 49 tin, 2H) . 7. 50-7. 56 tin, 1H) . 7. 58-7. 63 tin, 2H) . 7. 70-7. 74 tin. 1H) .8. 21- 

8. 23 tin. 1H) . 

mi&m 7 7 2-f3-(2-> ? ^;l/7^ /X h^'»-2-h°U i?M-4-7 x.—)V-m- 
1. 3. 4-^1j-^7y >-5 (6H) -■*>■ — W&M. 



'H-NMR (400MHz. DMS0-d 6 ) ; 5 (ppm) 2. 70 (s. 3H) , 2. 71 (s, 3H) . 3. 48-3. 50 tin, 2H) . 
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3. 45-3. 49 On. 2H) . 5. 02 <s. 2H) > 7. 27-7. 32 (m. 1H) . 7. 42-7. 47 (m, 2H) . 7. 55- 
7. 59 (m, 3H) . 7. 71 (dd, 1H) . 8. 27 (dd, 1H) . 

&MM7 8 2-(Z-7$;7x.—M-4-7x.-)i'-4R-l.&4-* : *'*VTzs>- 
5 (6H) -3" 



7mmmm,T. H«50!ll9(417ing) £x^/-;]//H^x^;M2:l, 24ml)©*g 
Zm&g&LT, mmit^m (350mg, 93%) 

'H-NMR (400MHz. DMS0-d 6 ) ; 6 (ppm) 4. 93 (s. 2H) . 5. 28-5. 32 (m. 2H) . 6. 65- 

6. 69 to. 1H) . 6. 97-7. 01 (m. 1H) . 7. 06-7. 1 1 fan, 2H) . 7. 27-7. 32 (m. 1H) . 7. 42- 

7. 48 fan. 2H) . 7. 62-7. 66 (m. 2H) . 

mffiM7 9 2- (2-7$ J 7 32- ;M-4-^rc-;U-4H-l. 3. 4-^-thvT^>- 
5(6H)-a-> 



^WJ7 8 <h[mitCbT^f54b^££j£b/io 
"H-NMR (400MHz. DMS0-d 6 ) ; 6 (ppm) 4. 96 (s. 2H) . 6. 52-6. 61 (m. 3H) . 6. 74- 

6. 78 fan, 1H) . 7. 14-7. 20 (m. 1H) , 7. 29-7. 35 fan. 1H) . 7. 44-7. 51 fan. 2H) . 7. 56- 

7. 62 fan. 3H) . 

HlMff]8 0 2-7x-JH-(rh7h H o-4H-tf 7 >-4— fJU) -4H-1. 3. 4-^ 
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80-1) 4-K>V'-01/b: K77y)-rh7b Kn-4H-h°^> 

fh7tF o-4H- h° 7 >-4-* > (2. 96g) £ ^ > V*-f Jl/kH7v> (4. 03g) £ 

^B^St^X^^-^^L-T 5 >#: (6. 20g) £#fco 

'H-NMR (400MHz, DMS0-d 6 ) ; 5 (ppm) 2. 37-2. 45 (m, 2H) . 2. 46-2. 54 (m, 2H) . 

3. 66 (t, 2H) , 3. 72-3. 80 (m, 2H) , 7. 42-7. 49 On, 2H) . 7. 50-7. 57 (m, 1H) . 7. 76- 

7. 85 (e 2H). 10. 57 (s. 1H) . 

ESI-mass ; 2 1 9 (MH + ) 

80-2) 2-7xz;H- (f h7tH n-4H-bf^ >-A— f M -4H-1. 3. A-**W7 
S?>-5 (6H) -■*> 

80-l)T1#fc 4-K>V"-r;Ufc: H7Vy)-rh7t HP-4H-t°^>(2. 50g) £ 
*^y-;M50ml) fcJ§«?U tK^TtK^^^^St- hUr>A(l. 30g) SrSnA^jS 
^X5B#f B m#bfc 0 SJ&^£MJ±2l^U B&x^-cflMfcbzK, fiafp^Jfi* 

^HW(Jl-2i:l«J^{cUTllM<b^(l. 71g, 57%) &mtz a 
'H-NMR (400MHz. DMS0-d 6 ) ; <5 (ppm) 1. 57 (dd, 2H) . 1. 98 (ddd. 2H) . 3. 42 (t. 2H) , 
3. 93 (dd. 2H) . 4. 64 (t t, 1H) . 4. 82 (s. 2H) . 7. 43-7. 52 (m. 3H) , 7. 79-7. 84 (m. 2H) . 
ESI-mass ; 261 (MH*) 
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mmms i -7 31^^-4- (i-^^;i/-4-h°^u^;p)-4 H-i. a. 4-^-^7^ 

>-5 (6H) -*>-i&miM. 



'H-NMR (400MHz. DMS0-d 6 ) ; 5 (ppm) 1. 53-1. 60 (m, 2H) , 1. 91-2. 02 fa, 4H) , 
2. 16 (s, 3H) . 2. 78-2. 86 (m, 2H) . 4. 29-4. 38 (m. 1H) . 4. 80 (s, 2H) . 7. 43-7. 50 fa. 3H) . 
7. 78-7. 82 fa, 2H) . 
ESl-mass ; 274 (MH + ) 

mmm8 2 2-7x-M-(-3-^?^ Uix-JM-4H-1 . 3. 4-^-»^7^>- 
5 (6H)-^> 



'H-NMR (400MHz. DMS0-d 6 ) ; 5 (ppm) 1. 27-1. 37 fa, 1H) . 1. 53-1. 64 (m, 2H) . 1. 82- 
1. 87 (m. 1H) . 1. 89-1. 99 fa, 1H) . 2. 65-2. 80 (m. 3H) . 2. 93-3. 02 (m. 1H) . 3. 02- 
3. 10 On. 1H) . 3. 19-3. 26 fa. 1H) , 4. 57-4. 64 (m. 1H) . 4. 79. 4. 85 (ABq. 2H) . 7. 45- 
7. 52 (m, 3H) . 7. 77-7. 82 fa, 2H) . 
ESI-mass ; 286 (MH + ) 

mmm 8 3 2- \l » j 5; j b-4- ( 1 > s>;u-4- m ^ u y ;u) -4H- 1 . 3. •» i? t 




Me 
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'H-NMR (400MHz, DMS0-d 6 ) ; <5 (ppm) 1. 56-1. 62 (m. 2H) , 1. 90-2. 07 (m, 4H) . 2. 85- 
2. 93 (m, 2H) . 3. 47 (s. 2H) . 4. 36-4. 45 (m. 1H) . 4. 81 (s. 2H) . 7. 20-7. 27 (m, 1H) . 7. 28- 
7. 34 (m, 4H) . 7. 49 (ddd. 1H) . 7. 87-7. 95 (m, 2H) , 8. 63 (ddd, 1H) . 
ESI-mass ; 351 (MH + ) 

mMM8 4 2--7x~;i/-4-(-3-y- h^h H'n7 7-JM -4H-1. 3. 4-ttW7 
5?>-5 (6H)-^> 



Receuil des Travaux chimiques des Pays Bas. 1929, 48, 4 Miz^-o T"nfi£b 
fz2-7 3L-)l-4H-L 3, 4-*^5?7^>-5(6H)-*>(0. 30g) 3-th*D + y 
fh7tFD77>(0. 30g) , b U 7iZj^7 7 4 >(0. 89g) h 7 

t Fn^XlOml) tiSJIfb, tK^T, 40%> ! x^;i/y y v?;fr;i^^->^- h/ 
b;l/X>jg$U0. 59g)CD-xh^t H □ 7 7 X3ml) JDx., ^SfcT— 

iftfll^Ufco H/£M£$U±MSU Cromatorex NH^U^yjl'^nv 
- (A++)->/»lfjm) TtSLT, mm<k&VB (0. 15g, 36%) £#fc o 
'H-NMR (400MHz, DMS0-d 6 ) ; 6 (ppm) 2. 09-2. 16 On. 2H) . 3. 70 (dd, 1H) . 3. 81 (dd, 1H) . 
3. 88-3. 98 (m, 2H) . 5. 19-5. 26 (m, 1H) . 7. 44-7. 52 (m, 3H) . 7. 77-7. 81 On, 2H) . 
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mams 4tmmizLT, siTonffims s^^us 9<D{t^^^tz a 

mm\8 5 2-7x^N-y^o^>fJHH-l. 3. 4-^-^7 f^>-5 (6H) - 



'H-NMR (400MHz, CDC1 3 ) ; 5 (ppm) 1. 58-1. 70 (m, 2H) . 1. 82-1. 95 (m, 6H) . 4. 70 (s. 2H) . 
5. 08-5. 16 (m. 1H) . 7. 38-7. 47 (m. 3H) . 7. 84-7. 88 (m, 2H) . 
ESI-mass ; 245 (MH*) 

mmm 8 6 2-T7x-;u-4- n-^os^wiif -jm -4H-i. 3. s J7 

y>-5 m) 



'H-NMR (400MHz, DMS0-d 6 ) ; 6 (ppm) 1. 55-1. 62 On, 2H) , 1. 90-2. 07 (m, 4H) . 2. 86- 
2. 92 (m, 2H) . 3. 47 (s. 2H) . 4. 34-4. 43 (m, 1H) . 4. 80 (s. 2H) . 7. 2 1-7. 27 (m, 1H) . 7. 29- 
7. 35 (m, 4H) . 7. 44-7. 52 (m. 3H) . 7. 78-7. 82 (m. 2H) . 

mi&M 8 7 2-7x-;W4-fl-(2-h°U^;i/)x^;ix1-4H-1.3. 4-t^y7y 
>-5 (6H) --*>-1M.Wim. 





m 
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'H-NMR (400MHz, CDC1 3 ) ; 6 (ppm) 1. 80 (d, 3H) . 4. 77 (s, 2H) . 6. 04 (q. 1H) . 7. 16 (t. 1H) . 
7. 33-7. 43 On, 4H) . 7. 64 (t. 1H) . 7. 79-7. 82 On, 2H) . 8. 59 (d. 1H) . 
mMM8 8 2-7 3:— ;i/-4-fl-(3-bf U x^;H -4H-1. 3. 4-**rW7i? 
>-5 (6H)-^->->a.7^ 




'H-NMR (400MHz, DMSO-d 6 ) ; 6 (ppm) 1. 64 (d, 3H) . 4. 87 (s, 2H) . 5. 88 (q, 1H) . 7. 37- 
7. 49 On. 4H) . 7. 76-7. 79 On, 2H) . 7. 87 (d, 1H) . 8. 48 (d, 1H) > 8. 64 (s, 1H) . 
mffiM8 9 2-7^-;b-4-[l-(4-h°U v;Hx^;i,l-4H-l. 3.4-^-^rit^7>? 
>-5 m)-3r>-iszL0m^ 




Y 1 
(CO,H) 2 



'H-NMR (400MHz, DMSO-dg) ; 5 (ppm) 1. 63 (d, 3H) , 4. 90 (s, 2H) . 5. 82 (q. 1H) , 7. 42- 
7. 5 1 (m. 5H) . 7. 76 (d, 2H).8. 54 (d, 2H). 

H»J9 O 2-(2-iS*^)V7S. J 7xnjM-4-7 3in;U-4H-l. 3. 
7y>-5 (6H)-^-> 
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^JS#|7 8Tl#fc2-(3-T5 7 ^x— ;i/)-4--7oi-;W4H-l, 3, A-^r^-JT 
^>-5(6H)-^->(200mg) h- MJJM5ml) Zl%-fc)Vl±7 ;i^b 

F7K^(linl) tzsT /Tkmit^mi- MJ^A (250mg) ZtiUTL. $e>K5£f^ 
^xmMiO. 15ml) ^iTU, ^^T$ ^H6B#raM^bfco S^^r^x^ 

7/^->>j7AT^bfe 0 ^#^J^^S*^ffi^b> y'J^^>*7Ai7n7 
h^7*7 7^- (A^>/^ilf TffiSbT, H^fc^ (215mg, 97%) £ 



'H-NMR (400MHz, DMS0-d 6 ) ; 6 (ppm) 2. 91 (s, 6H) . 4. 97 (s. 2H) . 6. 84-6. 89 (m, 1H) . 
7. 1 1-7. 14 (m. 1H) . 7. 14-7. 19 (m, 1H) . 7. 24-7. 32 (m. 2H) , 7. 42-7. 48 (m, 2H) . 7. 63- 
7. 68 (m, 2H) . 

H^!l9 1 2-(2-^^^;U7^/ 7a:-;M-4-7x-Jb-4H-l. 3. 4-^-^jj-^ 



'H-NMR (400MHz. DMS0-d 6 ) ; 6 (ppm) 2. 80 (s, 6H) . 4. 97 (s, 2H) . 6. 85-6. 90 (m, 1H) . 

6. 96-7. 01 (m, 1H) . 7. 25-7. 30 fan. 1H) , 7. 33-7. 39 (m, 1H) . 7. 40-7. 50 (m. 3H) . 7. 62- 

7. 67 (m, 2H) . 

mmms 2 2-f2-(4-h°u> ? ;i/) ^^;ut$ v 7x-;i/]-4-^x-;w-4H- 
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1. 3. W1fy7y>-5 (6H)-^f> 




'H-NMR (400MHz, DMS0-d 6 ) ; 6 (ppm) 4. 46 (d, 2H) . 5. 00 (s, 2H) . 6. 67-6. 75 (m, 2H) . 

7. 23-7. 38 (m, 6H) . 7. 48 (d, 2H) . 7. 72 (dd, 1H) . 7. 86-7. 93 (m, 1H) , 8. 40- 

8. 46 (m. 2H) . 

mffiM9 3 l-\2-{Z-\iVzs)U *^)VT^ 3^—)V-AK- 
1. 3. A-ttWTVy-S (6H)-:fr> 



'H-NMR (400MHz, DMS0-d 6 ) ; 5 (ppm) 4. 40 (d, 2H) . 4. 86 (s, 2H) . 6. 68-6. 78 (m. 2H) . 

7. 13-7. 36 (m. 5H) . 7. 40-7. 47 (m. 2H) . 7. 55-7. 61 (m, 1H) > 7. 80-7. 86 (m, 1H) . 7. 95- 

8. 03 (m, 1H) . 8. 52-8. 56 (m, 1H) > 8. 60 (d, 1H) . 

H»U9 4 2- (4- tf U > ? ;M-4-^x.-;i/-4H-l. 3. 4-**W7 *J>-$ (6H) 



mffiM 1 2 -vntz.2- (2-2 a D-4-t: U i?M -4-7x^;MH-l, 3. A-Ortti? 
7"^>-5(6H) (780m& 2. 4mmol) Sr. ffr&ldfiB^ St^^hU^A43 





WO 00/47567 



PCT/JPOO/00799 



#>(230mg. wmm zmrzo 

'H-NMR (400MHz. DMS0-d 6 ) ; 6 (ppm) 5. 09 (s. 2H) . 7. 31-7. 36 (m. 1H) . 7. 45- 
7. 50 fa. 2H) . 7. 64-7. 67 (m, 2H) . 8. 04 (d, 2H) . 8. 84 (d, 2H) . 

mmm 9 5 N-(2-tf u ^^-lA-y^-^-AH-i^A-^^-JT^y-^H)-^- 




95-1) 2-X V*i/t))V^-)V-4-7 xXJ^-4H-l. 3. A-lrttzST ^>-5 (6H)-:fr 

y 

7x'JH:K7y> 39. 5g (0. 365mole) . h'JXW5> 50ml<D^h^t 
HD^^>1000ml^{^ *JfrT* ^□D^ySHfiKilftya^lif 
;U» (4755-77-5)) 50g (0. 366mole) £30#-C«5TL;fc:. iTHTflNffpWt 

T^o^7tfJ^D7<F 20. 3g(0. 179mole) ^tQA, ^yST'2Pf P^SjS^ii- 

#t#l£#fc 0 Zin^x^y— JV*TllfctJ£-frT, mmt&® 30g(0. 12mole. 3330 

'H-NMR (400MHz, CDC1 3 ) ; 5 (ppm) 1. 38 (3H. t) . 4. 39 (2H. q) . 4. 86 (2H. s) . 7. 30 (1H, t) . 
7. 42 (2H, t) . 7. 56 (2H. d) . 
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95-2) N-(2-b°'J fx;i/)-f4-:7x-;^-4H-l. 3. 4-^-^7 -5 (6H)-:fr>-2- 

95-1) Tt#fc2-X h^r^*;W#-;W-4-7x-;P-4H-l. 3, \-**-W7vy- 
5(6H)-^> 970mg(3. 9mmole) £2-7 = 7 t°US^> 900mg (9. 6mmole) *9 J 
-)l 10ml 12l$Hjta&3!SitLfc. ;*^/-;U£@5feLTf#fc^tK#j£->U # 

500mg(l. 7mmole. 43%) &fflt* £n&fir&fcJ: Q&W&t. U glS{b^«b*fifc. 

'H-NMR (400MHz. CDC1 3 ) ; 5 (ppm) 4. 96 (2H. s) , 7. 12 (1H, dd) . 7. 37 (1H. t) . 
7. 46 (2H, t) . 7. 58 (2H, d) . 7. 80 (1H, t) . 8. 26 (1H, d) . 8. 32 (1H, d) . 9. 21 (1H, br) . 

HlMff!l9 6 N-(3-fcf'J^;M-f4-7x^i;i/-4H-l. 3. 4-^-^7 v^-5 (6H) - 



'H-NMR (400MHz, CDC1 3 ) ; <5 (ppm) 4. 97 (2H, s) , 7. 30-7. 43 (2H, m) . 7. 50 (2H. t) . 
7. 56 (2H, d) . 8. 22 (1H, d) . 8. 42 (1H, d) . 8. 68 (2H, br) . 
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N^fl O 




• HCl 



•H-NMR (400MHz, CDC1 3 ) ; 5 (ppm) 4. 98 (2H, s) . 7. 40-7. 60 (7H. m) . 8. 57 (2H. m) . 
8. 70 (1H, br). 

mmm9 8 l. 3-y7x-JH-^fM 5-^b Hd-1. 2. 4- h U7y>- 
fi(lH)-^ 



N-^^;i/^U ->>-x5 l JI'X^t-;W lOg (0. 086mole) <h h 'jX^jV7 5> 

12g(0. 086mole) SITHt. gi&lCBSLTli&flM^bfcgL RfoWi&yMz&tfm 

«T^y^A«t> i«LTllfc«^< ^h^k h*n^^>300ml 
fcJgfiSU Lawes sen's reagent (CAS Registry No. 19172-47-5) 41g^rJDx.T 
^T4P$r^MiiL^o SlSil^«:zKlC*^, #!^xeP;UTftJtt}U m^tK* 

ft7 5 H<b-&^3^8. 0g(0. 034mole)t#fco ^n<h 7 xXJUk H 5 > f > 

3. 6g(0. 034mole) £x;y/-;U 50mHc:Jg#U 5^fP^UPSftiSSI£bfc. i§i££:@5£ 

UTt H^k Fo77> 50mltC*£#?U 60X?fttt 7K^<fc^" h- U £ A 1. 36g£An 

tlx. m&xmr&vm^t^ E.fem&&&\z&rt. e^x^wfcaju 
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IT, SBft^ft 2.4g(0.0084mole. 25X)£f§fc. 

'H-NMR (400MHz, CDC1 3 ) ; 6 (ppm) 3. 28 (3H. s) . 4. 93 (2H. s) . 6. 67-6. 80 (2H. m) . 
7. 10-7. 20 (2H. m) . 7. 40-7. 50 (4H, m) . 7. 55 (2H, d) . 

mmm9 9 l-^j:-;i/-3-(2-b:U^;M-4-^^;l-4. 5-^b Kn-1. 2.4-HJ 
7y>-6(lH)-^-> 



H»J9 8 chlSl^cD^^U^gE^^^'&fifeb/io 
'H-NMR (400MHz, CDC1 3 ) ; 6 (ppm) 3. 02 (3H. s) . 4. 16 (2H, s) . 7. 24 (1H. m) . 7. 40 (3H, m) . 
7. 63 (2H, d) . 7. 74 (1H. d) . 7. 83 (1H. t) » 8. 65 (1H. d) . 

mmmi o o 2-y x.=di-4- (2-^7 uuy ^~ ;m-4h-i. 3. 4-a-^u-v ? 7> ? >- 

5(6H)-^-> 



'H-NMR (400MHz. CDC 1 3 ) ; 6 (ppm) 4. 95 (s, 2H) , 7. 35-7. 43 (m, 4H) , 7. 44-7. 51 (m. 
2H), 7. 51-7. 55 (m. 1H). 7. 86-7. 91 (m, 2H). 

mMMl 0 1 2-7xLJH-(2, 6-y^DD7i^) -4H-1. 3. 4-t^y7 
> ? >-5(6H)-^-> 
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•H-NMR (400MHz, CDC1 3 ) ; <5 (ppm) 4. 96 (s, 2H), 7. 34 (dd, 1H), 7. 38-7. 43 (m, 2H), 
7. 44-7. 48 (m, 3H) . 7. 87-7. 90 (m, 2H) . 

mffiMl 0 2 2. 4-v ? ^:n~;]/-6-h Kp^~>-4H-1, 3.4-f7y7y>-5-^> 



mmmi-zmzntzi, 4-y7x^iHi-i, 3, a-^t (6H)-^-> 

(150mg) £ h U yjl^rumm. (3ml) £i§#U *?irF305l5ia&<ffczk5St7K (0. 06ml) £ 
KKX^I/^JT^SSiU, SUS-fb^ (10mg. 7%) 

'H-NMR (400MHz, CDC1 3 ) ; a (ppm) 5. 48 (s, 1H), 7. 34-7. 39 (m, 1H) , 7. 42-7. 53 (m, 
5H), 7. 56-7. 62 (m, 2H) , 7. 90-7. 95 (m, 2H) . 
ESI-mass ; 285 (MH + ) 

mmmi o 3 2-i2-f2-(N-^>> ? ;u-N-^^^)7$yixh^->^x-;M-4- 

(2-^a : E7iZ)H -4H-1. 3. 4-3r3rWTi?>-5 (6H)-:fr> 
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Me 




'H-NMR (400MHz, CDC1 3 ) ; <5 (ppm) 2. 31 (s. 3H), 2. 86 (t. 2H) , 3. 59 (s, 2H) . 4. 16 (t, 
2H), 4. 81 (s. 2H), 6. 91-6. 99 (m, 2H). 7. 24-7. 29 (m, 2H) , 7. 30-7. 34 (m. 4H), 
7. 37-7. 46 (m. 3H) , 7. 57 (dd, 1H) , 7. 68 (dd, 1H) . 

mmmi 0 4 2-f2-(2-^;i-:7$ 7) Xh4^>:? ^l- 
)V) -4H-1. 3. 4-^-^rit> ? T> ; >-5 (6H)-^-> 



0 3Ti#bn^:2-i2-[2-(N-^>v;wN-^^;i/)y^y]xh^^7 

a: -;H -4- (2-7'ot7xZjl/) -4H-1, 3, 4-^-^lt^T >?>-5 (6H) -;t> (158mg) 
^^^y-;K5ml) {z^b, TK^kA^^^A-M^ (20mg) £}JP;L, tKSIM 

irts T3Bt p B m^ l fe D tk^^/n 0 ^ y A-mm & mm l, fc&«jE»ss l , 

(trace) £f#fco 

'H-NMR (400MHz, CDC1 3 ) ; 6 (ppm) 2. 18 (s, 3H), 3.05-3. 12 (m. 2H), 4. 28-4. 35 (m, 
2H). 4. 93 (s. 2H), 6. 90-7. 10 On. 2H) , 7. 30-7. 59 (m. 4H) , 7. 67-7. 76 (m. 2H). 
ESI-mass ; 404, 406 (MH + ) 

HffiflU 1 0 5 2-(2-tf'J >?;l0-4-(2-3— F 7x" J0-4H-l,3,4-^^y7y 
>-5(6H)-^- > 
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mum i £R«£UTTOfb^«&£'&fifcLfc. 

'H-NMR (400MHz, CDC1 3 ) ; 6 (ppm) 5. 02 (s. 2H), 7. 15 (ddd, 1H), 7. 39 (ddd, 1H). 
7. 43-7. 5 Km. 2H), 7. 76 (ddd. 1H) . 7. 94-8. 03 (m. 2H). 8. 70-8. 75 (m. 1H). 
ESI-mass ; 280 (MH + ) 

mmmi 0 6 2-(2-h°u > ? ;u)-4-(2—>Ty y x— ;m-4H-i. 3.4- 

-y>-5 (6H)-^> 



mi&mi o 5T^e>nfc2-(2-tru^;w-4-(2-3-H7x-;w-4H-i. 3.4- 

^=H^7^>-5(6H)-:*> OOOmg) e-/fJl/tfo'J h* > (2ml) KJSfflPU ->7 
XbM#bM80mgK 3 0'ffci@(5mg)43«t:^^h7=lr^ (hU 71-^7*77^ » 
n^WJ* (10mg) £ftnx., lBtraa^bfe. KJ£S££ffi*n^K&R£-*- h U ^7A* 

54%) £#7c<, 

'H-NMR (400MHz. CDC1 3 ) ; 5 (ppm) 5. 06 (s. 2H) . 7. 36 (ddd, 1H). 7. 44 (ddd. 1H). 
7. 60-7. 69 (m, 2H), 7. 70-7. 78 (m, 2H) . 7. 99-8. 04 (m. 1H) . 8. 63-8. 69 (m, 1H). 
mmm 10 7 2. 4-y7xZJK 6-^^Jl-4H-l. 3. 4-^-^7 




> 
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iZMMm. N'-7iZjhtF7yF (lg) th'J7iz;^7^> (1.48g) 
£;x^do^> (10ml) l-^u^n/szm.-l ^ F (1. 02g) ^ttK 

#£nfcfi£j&#l (586mg) S2-kh*D*HV8i 
xf^X7fJV (282mg) h?miti- FU^A (104mg) ©y^^^A7$ 
F (6ml) g^&fcfcJfcTJjn*.* 2B#rag&fcT**N£. # U ^ A tert-^ 
->F (50mg) ^JPA, lOOr-etJO^^bfco HM^^Hix^tTKT^ 

g£X^;W"\^1t>^) TffigiU (31mg) £#fc 0 

'H-NMR (400MHz, CDC 1 3 ) ; <5 (ppm) 1. 70 (s. 6H), 7. 26-7. 30 (m. 1H) , 7. 40-7. 50 (in. 
5H). 7. 69-7. 72 (m, 2H). 7. 93-7. 96 (m. 2H). 

1 0 8 2. 4. 6- F U 7 j:-J1/-4H-1. 3. 4-^-^ij-> ? 7^>-5-^-> 



108- (1) 2. 6-^^3i-;i,-4H-l. 3. ft^y7v/-5-t> 

7>fJH!tF7yh' (1. 66g) t^l/F^SfShU^f ;i/ (l. 82g) £p- 
h;i/x>x;i/^>^-7j<?n#i (0. 2g) #&T> v^^Jl^JUAT^ F (30ml) 

12 ot-ei 2Ptr^JD^«^ufcc mzzmfrmifais, mm^mm^ji 

(150ml) £7j< (50ml) Sl^x^JHf £7K (50ml x 2) tm^m. 

7k (50ml) Tiftff^ fitt^v/y^S^ATl&filUfCo *g$g£|g£U 
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&®&&&mmti,xmz (i. 28g, six) . 

'H-NMR (400MHz, DMS0-d 6 ) ; 6 (ppm) 6. 08 (brs, 1H) , 6. 79 (d, 1H) . 7. 34 (d, 
1H). 7.41 (t, 2H), 7.53 (d, 2H), 7.56-7.64 (m. 3H), 7.96 (d, 2H). 
108- (2) 2.4. 6-hU^o:-^-4H-l. 3. 4-^-^itvT> ? >-5-^-> 

2, 6-y7x-JHH-l, 3, 4-ttW7i?>-5-*> (0. lg) , 7 x— JU#D> 
m (0. 13g) , BtB&SI (0. 18g) iihUxW^y (0. 12g) (Dm&M&mt* 
5Pl/> (15ml) 4», SiST*S£»L<«#Lfc. £Jtftf£&m£K S^'J*^* 

^A^o^h mwt^)v/^-^>. i:2) -rfltsaLTSje^k^sefe 

©*tbT^fc (0. 048g, 37%) o 

'H-NMR (400MHz. CDC1 3 ) ; 6 (ppm) 6.61 (s. 1H). 7.00 (t. 1H) , 7.08 (dd, 2H) , 
7. 28 (dd, 2H) , 7. 37-7. 54 (m, 6H) . 7. 65 (dd, 2H) , 8. 03 (dd, 2H) . 

M£#ftbfco 10%(7)jfiim ^-^^DMEM^TM^^b, ig*/^ HMcjM 
^Mb967vCD^ 0 l/- MCillfco 1 hniM h^Jg® 

&«^< bfc©£*itgu ^<7)±(c, mm<Di5mx / Am.vrz.±m^mnmm 

801£^tri£*fek:3£ifeLfc. 

McDAMPATiM • IfflfiS tegs A lsfzt})l is ^Ai©fib te340/380nm<73i£ 
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Sififll IC 50 (mM) 
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GYKI 52466* 9.02 



*; Le Pel I let. etal., Brain Res., 571. 115. 1992. 

AMPA^^ * * )V^<D^m £ A° v ^ 2 7 > "7% £ m ^ W b fee 
J&£18a<£^y h©^e>^flHSK^^ODaiL^ MJ^>X DNaseTiMU 

1 saw 7 3. hDit-r h**is®$«v^< ufc©£?*Ku 

tCpoly-l-LysineT«lbfe**^7.®^;X— ^^X^r4o#, Sei:^®±l:, ft 
*&@J£U l^ft-g^^P^ $iJ^<hLT10MM©AMPA^M{Ciiffib^o ft 

^#j##ffiTTM^^oTS5En^>rtfS]^*ost^^Ha^b, mmffl 1 <oit&vo 
nmMsm 3 AMPA&figi>ffDfflf£ffl 

5#&£AMPA 1. 5nmol£IK£rtl::«-%-b&»££#gLfc. H&<Bf1Mm&*© 

warr^jBfu 80%j^±#pftrr£jB»£W$j/B*£ bfc. 

-^©IgJ^ <7)ft-£#Jte30mg/kg, HMfU 4 (Dft-&W3:10mg/kg, ^ 

»)J3 6©ft^ttl0fflg/kg, ^IWJ5 4CDft-^#)H30mg/kg. ^SS#iJ 6 8 (D ft 
£-^9 tt30Bg/kgT^* £ ^ b o 
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©&Ai8KTj#3&#aUfc. S#M5&*^S#^T*-ett#:iaS:37. 5-38. 0^ 
a^{C2mm®<DJi&^>T-£{«U 2 %<DTTC^^Tlfe£L&. ^fe^nfc 

-£-<Z>&^ IdMJ 1 ©{t^-^tte. 6mgAg¥Is!#a*5«fc^l0ing/kg/h<O^#a. 
20mg/kgmtHl#a43J:t>'30mg/kg/hcDjt^aT\ ^&K#»»c#bT:*:!B&« 
cD^gm^, ^n^ti54%, 74%*8/hbfc. 

mnnmrn^m^mm • mwmmw&(Dm±wm^mz&&mm. 2) tji 
(Dm&nm^&mm, 3)T^^^, 4) m^mm. mmm& 
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m^tix^x^^^uy^—jvTJV^jim. m^nx^x^^y^ 




(I ) 




(II) 



97 



WO 00/47567 



PCT/JP00/00799 



ssisc^ ^mm^. aymwz^. ci-c27)i*n7 )i*)im. ci-c2^pnr;i/ 
ci-c2^o^et;^;1/S, ci-C6r;wi/^ C3-c6->^n7';i/*;i'a, 
C7-C97^;u^r;i/S, 7i^;H, ci-C67;m^s>a, ci-C67;wi^*-s> 

^->^;^-;PS^7c«^-N (R 15 ) R 16 (5£*> R 15 :fecfc£>*R 16 te|s)— £7c 

□a, it -ocH n x 3 .„ (^4>, x\Z7ymm^, t&mm^, ^mm^rz\t 

2. R 4 43cfcD^R 5 ^is)-Sfc«ffi^-DT7K^^ Tk^S, C,_ 6 T;^;WS 
£7cte7 U -;i^T'££fif ^ 1 fetfc^^ni/TvV >tj§^=b L < \t^r<D 

& £ 7c te^- ti £ ©7Kfq£fe 0 

5. R 4 4ocfcO-'R 5 ^lBj— £7cte*@g&oT^;i/S> x^S, n-tiDtfJl'S 
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7. R 4 &J;^R 5 7&s*^T&D, TfS5£ (III) TSStiSBI^ 1 KttO'v^n 




(in) 



— ;us, ttife$nTViT ! b«kVi77;^JWS, mm^nx^xh^^uT 

uTfei^Tnyu-^^-M, ^eji^u— ;us. (sjsr^^pt;^ 
jus, wmznx^xb£^7^ ym&tzfcwmznx^x'b&^T^ kst 

u— ;us. «sisnTViTt>«k^77;^j^ am^trr^Tfectv^^n 

7V-)V7)l'*)Vm, <g;^->^ny;i/^;i/S, fh7tHo77ZJH> 
7kFDk'7-JH, lifts nT^TfeJ^fcr^U > ? ;uS^;t«T^v>^;u 

^;us. &m7)v>r-)\<m, &m.7 <&m7)vn*z/m. mktt 

'J-;l^:*S, ^td7U-;1/ (k Ho+-» Aoy yik®M7)l 

^;US> kHD^yti7Jl/+;H. ytKn^yfi»7mS, AO^r> 

^;US. kHo + yffly^a7^-JI/l, fiS»7^ + y(kHD^y)7 
&Wl7)Vu*z/(\i Ho^y)7;V3^yl, i&Wi7)ln^7J^ 
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tHn+y7 7Jl/^H, y7/S, z/7 J feffli.7 )l*r )im. 7$ h'l, 
N-II7;W1/7 5KI, N-Iiy^07W7$Fi, N, N-vTOT;^ 
^7 5 Kg, N-b h'n^vi£^y;i/^;U7 5 FS, N-b h*o + yii7J^ 
-N-fi«7;^^75 KS, N-7U-;V75H1, ^^U>^7$y*M- 

Jim. ts)vn^ N-M7;i/^;i/^;w\^-r;i-s, n, n-s^s^t;^^ 
#;w\^-f ^g, 75yx;^^jn> im ^ u 7^7$ y tji^-^s, n- 
Ii7m7 5;7jv*r;n, N-fiiy ^ D7;^JP7 $ y 

N,N-yffii7JV+Jl / 7S y" ~ N-b Ho^y{Si7J^75/X 

ji^-^g, N-fgi7J^^y7;wv75 ; 7M-;n, n-;\u<y>iti& 
m7)i^)vx)^-)vm. bnu^-ji/x^^-^s, <s^7;i^;y7ji/*- 
^t^t^m^s, N-iS7;p+^75 ;t,j^^;v7;^jh, N.N-^iS 

S> «^n7;Wl/(b Fn^->) ^^S, 5" h ^ b F □ b°^ b 
Ko+yfh7t FDb°^-;WS, b HD+yl^MJl'Th^tFDt^ 
»y^7iy7MJH, (f7^-Jl/-2--fJl/)tFo + yy^ 

X, y(f7^7- ;i^-2— b Kp^y/^S, ra7;i/^;i/7Ji/zi^;y^ 

N-M7Ji/*JI/7 5 F7MM, 7U 
— 7-?;i^;uS, ^^dTU-JI-S, AT07 l J-JHI7WiH, 
^□7^- M&ffl.7)lZi3rz/m. / \tD7U-JI/7>J1/*-;H, 4-^e;i^u 
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4Hg^7 7 ;H3*:>t:^ , J S^l/g, co, oo-Wl7)^V> : J^^7)^ 

ii7JWl/7 5/i, y{£S7;i/W5/S> kKo^yii7JW7 
fSi^T->;U75 /S, hHD+«7y;P7$;S, {£)^T;i/^^ 
7^*^7 5 71, tfU^JHS^T^^^^S, &L7)V^r)V^)-J)V7)V 
3 + yI, fSS7;i/3^yk Hn^y7JP3 + yS, M^T^^T^ 

=E^)Vm. N-h Ho^y(li7M;H-M7MJV*;W\ : e'f;H, 
>fc{g^7;H3 3r:/^ y7;ii7^3^yS. t KD^->fg^f/^ 
3 + yI, h'J7Ma/f-;H> MJ7Mn^h + yS, 7^;&Wl7)\s 
=]^'>S, N-«7JI/^J!/7 5 /T;H3^->S, N,N-ytt7JW7^y7 

j^^yl> i£^7>-jU7;i/=i^->s, li^y^ay?;^^^ (1,3- 

5 F{£i^7;i^^>S, 4-(fc Fn^y7^;HTh7k >-4-^f Jl/S 

2, h*D^>y7 7^H, 2-fc KD + y-2-7J^Jk2, 3-5? t h'O^y 

j^7;u*;i/S, il$tiT^tfect^75yfii7i^+yS, B&^nx^ 

X&cfc^T^Jl^l/^+vS, li$nTHT : b e kl/^Tn7 l J-Jl/7J^ + 
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7)vu y| £ it \*mm £ fix & =t ^ tf □ u s^jmsmtji/ □ * yit*© 
10. Tfe-H&5£ (iv) Tg$n§, it^T^^UQism^^^D^Tvy 



^x-;i/S> h^x;WS, fcfn>J;u», -f 5 ^VJ JUS, fc:^/ 

0)1>M. MJyyUJH, i'VfTV'UJH, ^Tl/U^S, 

^U>*— -H'S, +/^1tU— JUS, *tyj-M*fctt->/ U — Jl^^bSt 
i>^n^>^;i/S, ->^n^\^->;i/S, n^^^H^S fetish u^t>3- 

(1) 2- (2- 1: U -4-7 X-JU-4H-1. 3. 4-ttW7i?>-5 (6H) > 

(2) 2-(2-bf^> f — ;W-4-7x-JU-4H-l. 3. 4-**1J-> ? 7 i/>-5 (6H) 

(3) 2-(l-^5 1 Jl/-2-h:DU;U)-4-7ac-;i/-4H-l, 3, 4-ttW7i?>-S (6H) 




(IV) 
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(4) 2. 4-y7x-JHH-l. 3, 4-f7^7S?>-5 (610-* > 

(5) 2- (2. 3-^ h^->7x-;W-4-7ai-;l/-4H-l. 3. 4-*^1t:/7> ? >- 
5(6H)-^-> 

(6) 2-(2-.tfo>j;W-4-7x— ;U-4H-1. 3, 4-^-^it> ; T> ; >-5 (6H) 

(7) 2-(2-^y U;W-4-7x— ;W4H-1, 3, 4-^-!t^7> ? >-5 (6H)-*> 

(8) 2-(6-^^;i'-2-t: I J ^M-4-7i-Jh4H-l. 3, 4-^it^T> ? >-5 (6H)-;* 
> 

(9) 2-^>vv;i/*^~>^;i'-4-7x-;i/-4H-i. 3, 4-*^pit> ? 7:/>-5 (6H>- 
*> 

(10) 2-(2-h!U> ? ;W-4-(2. 4-y7Mn7irjW-4H-l, 3, A-^r^iST V> 
-5 (6H)-*> 

(1 1) 2- (2- 1! U -4-~>7 3, 4-*^-tf-v*7> ? >-5 (6H) 

(12) 2- (2-^7 n n-4-fcT U >*;M -4-7 x— ;l/-4H-l. 3, 4-*3r-t^7> ? >-5 (6H) - 
*> 

(13) 2- (3-* h3r->-2-fcf'J yJH-4-7iz;HH-l, 3, 4-ttW7Z? >- 
5(6H)-*> 

(14) 2-(3-t Hn^^-2-tf-U v*;W-4-7xrjl/-4H-l. 3. 4-^^r-tt^T is>- 
5(6H)-*> 

(15) 2-X^U;U-4-7x-;U-4H-l. 3, 4-**-tJ-^7>*>-5 (6H)-*> 

(16) 2- [2- (3-tf U ^;U) - ;H -4-7 xn;W-4H-l. 3,4-^-^^7 >?>-5(6H)- 
*> 

(17) 2- (2-* h + y7i-;W-4-(2-7*D ; E7i-;W-4H-l. 3, A-ttW7V 
>-5 (6H)-*> 

(18) 2- (4-- h o 7 x-JH -4-7 1 " JMH-1, 3. 4-*^it> ? 7> ? >-5 (6H)-*> 

(19) 2- (3-- hP7x— ;W-4-7x— JU-4H-1. 3. 4-*=\P1t^7^>-5 (6H)-*> 
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(20) 2- (2-- h □ 7 x-JW -4-7 i-JHH-1, 3. 4-^1^77 v>-5 (6H)-*> 

(2 1) 2- (4-^;U* U — ;W -4-7 x —)\r-4R-L 3. A-**W7V> >-5 (6H) 

(22) 2-f>^n^s^s>;l/-4-7o:-;i/-4H-l, 3, 4--**W7Vy-S (6H) 

(23) 2-^^^7$ /-4-7x-;P-4H-l, 3, 4-t+itv7y>-5 (6H) 

(24) 2-y^f^7 5 y-4-7x-;U-4H-l, 3, 4-^7^7^77-5 (6H) 

(25) 2- (2, 6-7* h^77x~JW-4-7x-;i.-4H-l, 3^-:**1fv7-7>- 
5(6H)-^-> 

(26) 2- (2-^ h^*>7x-;W-4-(2-7;p*D7jcr:;|/)-4H-l I 3. 4-^+^77 
~7>-5 (6H)-^"> 

(27) 2-7x— J1/-4— >dzo^->;U-4H-l, 3, 4-^+1-7777-5 (6H) -:t> 

(28) 2- h^^7x-;W-4—>^D^>';i/-4H-l. 3, A-ttWTz?>- 
5(6H)-^> 

(29) 2- (3- tf U y)W-4-7xZJHE-l, 3, 4-**W7i?>-5 (6H)-^"> 

(30) 2-7x-;M- (2-7"n ; E7xZJW -4H-1. 3. 4-t^ty7S?>-5 (6H) 

(31) 2-(2-fXZJK-4-7x- ;l/-4H-l, 3, 4-^1+77 77-5 (6H) 

(32) 2-^>^;i/-4-7x-;l/-4H-l. 3, 4-^+>77~77-5 (6H) -;+7 

(33) 2- (2- tf U 5/ J W -4- (2-7* 0^7x^1 -4H- 1. 3, 4-^1+ y*7y 7-5 (6H) - 

(34) 2-(2-h 0 U>*;W-4-(2-7;U^-P7x-;k)-4H-l ( 3, 4-;+++J-~77>*7- 
5 (6H)-^"> 

(35) 2- (2-tf U S^W -4- (2-;* h^P77 x "JW -4H-1. 3, 4-:+=^+j-77 77- 
5(6H)-^> 

(36) 2-7 x " JH- (2-> 7 ; 7 xz;H -4H-1, 3. 4-:t^1+77-7>-5 (6H) 

(37) 2-7xZJH- (2-- h □ 7x-)H -4H-1. 3. 4-^1+77 ~77-5 (6H) 

(38) 2-7x-JH-(2-fU -7;i/)-4H-l, 3, 4-^1+77 77-5 (6H) -Jr> 

(39) 2-7x-;b-4-(3-fc°U> ? ^)-4H-l, 3, 4-:*^1+7777-5 (6H) 
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(40) 2-7x-;W4-(3->-T/-2-tfU> f ;U)-4H-l, 3, A-**-Vi?T i?>-5 (6H) - 

(41) 2-7x^JH-(2-t h'o + y/^7i-JW-4H-l, 3. 4-^1t> ? 7> J > 
-5 (6H)-^> 

(42) 2-7x-;i/-4-(2->yy-3-tfU> ? ;U)-4H-l, 3, 4-^1^7 v>-5(6H)- 

(43) 2-7x-;U-4-(2-^x-;l/)-4H-l, 3, 4-:*^-t>-^7^>-5 (6H) -:*> 

(44) 2-7x^;W4-(3-^x-;M-4H-l, 3, 4-^1t:/7> ; >-5 (6H)-^"> 

(45) 2-7x"JH-(4-y7 / 7x-;M-4H-l, 3, 4-^+^7 >*>-5 (6H) 

(46) 2-7x-;H-(3-y77 7x-;H-4H-l, 3, A-**rVJT i? >-5 (6H) 

(47) 2-7X—JI/-4- (2-5^7 y-3-^X-;W-4H-l, 3, 4-^"^it> f T> ? >-5 (6H) - 

(48) 2-(2-t K D^py 7 x - -4- (2-7*D ; E7xz;W -4H-1, 3, A--**W7 
;y>-5 (6H)-^"> 

(49) 2-(2-h Ho + y7xZJU-4-7xZ;i/-4H-l, 3. 4--**r*)->>7 i?>-5 (6H) - 

(50) 2-7xZJH-(2-t Kn + S^x— JW-4H-1. 3. 4-^-^7 v>-5 (6H) - 
:*> 

(51) 2-(2-t K D + y 7i-JW -4- (2-7^tn 7i-JW -4H-1, 3, 4-^^1t^ 
7^>-5 (6H)-^ > 

(52) 2-(2-fc |< D + y 7x-JW -4- (4-7^tD 7x-JW -4H-1, 3, A-ttW 
7^>-5 (6H)-tf> 

(53) 2-(2-b Ko + y7xZJH-4-(2, 4-^7;Vtn-7x-;H-4H-l, 3, 
■t^^7v>-5 (6H)-5d"> 

(54) 2- [2- (2-v* * 5MU7 $;)xh + y7i — ;H -4- (2-7 □ =E 7 x.-)l) -4H- 
1. 3. 4-^-9-^7 ^>-5 (6H)-^"> 
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(55) 2-[2-(4-tf'J> ? ;W * h=^->7x— ;H-4-7air:;P-4H-l, 3,4-^-^^7 
S?>-5 (6H)-*> 

(56) 2-l2-[2-(4- : E;W* , J— ;Wlh*->] 7iz;H -4-7x— ;U-4H-1. 3, 4-3- 
+fy7y>-5 (6H)-*> 

(57) 2-[2-(2-trUv?;i/) * h^rf>7x3i;W-4--7x-;U-4H-l, 3, 4-^+h^7 
>?>-5 (6H) 

(58) 2-[2-(3-tf'J^;W ^ h4y7i-;H-4-7x-;HH-l, 3, 4-^+>-> ? 7 
f/>-5 (6H)-*> 

(59) 2-l2-[2-(l-kX'JyJHxh^y] 7xz;H-4-7x-JHH-l, 3, 4-^ 
•y-^7^^5 (6H) 

(60) Z-l2-[2-(l-tn'Jy-;Wxh*'>] 7i-;H-4-7x-;k4H-l, 3, 4-Hr 
^y7y>5 (6H)-^"> 

(61) 2-[2-(2-y^W5/Xb + y) 7i-;H-4-7i-;HH-1, 3, 4-^ 
1ty7y>-5 (6H) -Hr> 

(62) 2-[2-(3-y^f;i/75y7*D^y) 7i-;H-4-7i-JHH-1. 3. 4-:* 
tti?7zS>-5 (6H)-^> 

(63) 2-|2-[3-(l-hXUy-JW 7"D^y] 7xx;H-4-7xXJHH-l. 3, 4- 
^it> ? 7> f >-5 (6H)-*> 

(64) 2-7 x - ;W-4- 12- [2- (4-^* U —M X h 3r ~>] 7 x — ;H -4H- 1, 3, 4-Hr 
tti?7z?>-5 (6H) 

(65) 2-7 x ' JM- [2- (2-y il^7 $ 7 1 h + y) T7x-;H-4H-1, 3, 4-Hr* 
-tJ-> J 7> ? >-5(6H)-^> 

(66) 2-[2-(2-y7Wiyxh + y) 7iXJH-4- (2-7MD7iXJW- 
4H-1, 3. 4-^-^-9-^7 v>-5(6H)-*> 

(67) 2-|2-[2-(4-^E;i/*'J -;W ih + y] 7x-;H-4-(2-7MD7xX 
;W -4H-1, 3. 4-^-=^1tv7f/>-5 (6H)-^"> 
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(68) 2- (2- [2- UHB^sfr'J -4- (2-^DqE7 x-;W - 
4H-1. 3, 4-**1*>>7> ? >-5 (6H)-3"> 

(69) 2-l2-[2-(4-^3tc>J-;Wx h^S/] 7iz;H-4-y^n^i/Jlr4H- 
1, 3, 4-^-^+>-^T^>-5 (6H) 

(70) 2-l2-[2-(4- ; E;i/*U-;i/) Ih^y] 7x-JH-1-(4-7MD7iZ 
J W -4H- 1, 3, 4-^1^ 7 v >-5 (6H) > 

(71) 2-12- [2- (4-^* U x;i/) Ib+->] 7i-JH -4- (2, 4->?7MD7i- 
;W -4H-1, 3, 4-^-tJ-> ? 7> ? >-5 (6H)-^"> 

(72) 2-[3-(2-t Fd^rS/X h+y)-2-fUyJH-4-7i-JHH-l, 3. 4-^-tf 
^7^>-5 (6H)-^> 

(73) 2-(3-[2-(4-=EJW3KUx;Wxb^r->]-2-tf U >>;H -4-7 xXJl/-4H-l. 3.4- 
^-^rit v 7 >-5 (6H) -3" > 

(74) 2- 13- [2- (l-tf^U z?M ih+y] -2-tf'J 5?;M -4-7xZJMH-l, 3. 4-* 
**rVT=Jy-% (6H)-*> 

(75) 2- 13- [2- (1-t: □ U Ih^y] -2-t? U >*;H -4-7 xx;i/-4H-l. 3. 4- 
tt-WTV >-5 (6H) > 

(76) 2- (3-[2-(l-^JU-2-bin U >*x;U) X K^->]-2-t: U yiH-4-7x'^ 
-4H-1. 3, k-OrttVTVZs-l (6H) -*-> 

(77) 2- [3-(2-^^^;P7^ /X h^~»-2-h°U yJH-4-7x-JMH-l. 3, 4-* 
*1j-y7y>-5 (6H)-^"> 

(78) 2-(3-7 5 7 7xZJl/)-4-7x-JHH-l, 3, 4-ttWTi?>-5 (6H) -:*> 

(79) 2- (2-75 7 7xr;W-4-7x^JHH-l, 3, 4-^-t)-> ? 7> ? >-5 (6H) -:t> 

(80) 2-7x-JH-(fh7l: K o-4H-t! 7 >-4--f ;U) -4H-1, 3. 4-^^+)-^7> ? 
>-5(6H)-*> 

(81) 2-7xx;U-4-(l-*^;i'-4-bf^U^;W-4H-l. 3. 4-^+)"> ? 7> ? >- 
5(6H) 
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(82) 2-7iZJH-(-3-+3?i"J i?-Jl)-ffi-\, 3. 4-**W7 i?>-5 (6H)-:* 
> 

(83) 2-t°U> ? ;i/-4-(l-^>^;i/-4-tf^U 5?;M-4H-1. 3, 4-t+fy7y> 
5(6H)-3-> 

(84) 2-7x.—)V-A- (-3-7" H7kHD 7?-)l) -4H-1, 3, 4-^^1t> 5 Ti/>- 
5(6H)-:*> 

(85) 2-^i-;W4->^7D^>^;i/-4H-l, 3. 4-^"^it>?7^>-5 (6H) -yf> 

(86) 2-7oi-;i/-4-(l-^>i/;U-4t:^'J S?JM-4H-1, 3, 4-ttW7i?>- 
5(6H) -:*> 

(87) 2-7ji— ;i/-4-[l-(2-tf>J^;i/)3:5 1 ;H-4H-l. 3. 4-^1t> ; 7^>-5 (6H) - 

(88) 2-7x— ;i/-4-[l-(3-tT'J v;Wx^;W-4H-l. 3. 4-^1t^7 ^>-5(6H)- 

(89) 2-^x^;P-4-[l-(4-h°U> ? ;Wx^;W-4H-l, 3, 4-^it> ? T^>-5 (6H) - 
:t> 

(90) 2- (Z-i? *7-)l7 =i J 7 -4-y 3L-)l-4tt-l Z, 4-**Vi?7 z?>- 
5 (6H)-^"> 

(91) l-{2-~J*^)V7^ /7xrjH-4-7i-jNH-l, 3, 4-^1t^T v>- 
5(6H)-3-> 

(92) 2- [2- (4-b°'J *^)V7^ y7i-M-4-7iZJHH-l, 3, 4-*-*it 
^TS^-5 (6H)-*> 

(93) 2- [2- (3-tf U VM ;i/7$ ^ 7x-;H-4-7i-;HH-l, 3, 4-^^FiJ- 
> ? T> ; >-5 (6H) 

(94) 2-(4-t°U >?;W-4-7x— ;U-4H-1, 3, 4-^+^7 v>-5 (6H)-*> 

(95) N- (2-t: U - [4-7x-;MH-l, 3, 4-**W7zS>-5 (6H)-^>-2--f 
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(96) N- (3- fc° U i?)V) - [4-7 x ~ ;U-4H- 1. 3, 4-*tt V 7z/>S (6H) >-2— T 

(97) N- (4-tf «J iSM- [4-7 x.~)l-4W-l 3. 4-^-tf-> ? :7^>-5 (6H)-*>-2-f 

(98) 1. 3-^7i-JM^?JK 5-2? b H o-l, 2. 4- h >J 7^>-6 (M)-*> 

(99) l-7i-JH- (2- b° U i?;W-4-*?-;i/-4. 5-2* k Fd-1, 2. 4- h U7^>- 
6(lH)-^> 



5£«K A^ii^, BSftniH^fcteS; >nr 3 tssnss (jS^k r 3 
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